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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical^ acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R 11 represents alkyl, alkenyl, alkynyl or aralkyl. 
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N-[2-^PP-4-( {6-^ h*5>-7-[2- (^^75 7) Xh 
^y]-4- + y'JJH t*y)7iZJl/]-N' - 7° P tf;i/^ 1/T 0 

13. N- (2-70D-4 - [(6, 7-y7h + y-4- + yUJW t+y] 
7HJH — N ' -7/Ph°;i/^i/7\ 

5 1. N-(2-^DD-4-([6-^h^y-7 - (2-^Mijyih + y) 
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-4-^/U;i/] 7I-JW — N ' - (2, 4-y7MD7i^) 

OUT. 

62. N- {2-70D-4- [(6, h*->-4-WJ-;W 
->] 7i-JH — N ' -yot!;wi/7, 

7 6. N — { 2 -^00-4-[ (6, 7-y^h + y-4-+tyjz;i/) ^ 
^y]7ir;H — N ' -xfJH)l/7, 

117. N-{2 -&nu-4- [(6, 7 ->>^ h + y-4-+t7U^) 
+ 5>] 7i-^}-N' 

119. N — (2-y*PP-4- {[6-^h^x-7-(3 -^JUtJn U J 7"n* 
+ y)-4-^tyji:;H 7xZJl/) — N ' -y'uEJlOUT, 

135. N — (2-y*PP-4- {[6 h^f>- 7 - (3-tf^'Jy/7"n 
-4-+t , / l J-i^y} 7x~Jl/) — N ' -^DWU7, 

142. N — (2-y*PP-4- {[6-^h^5>-7 - ( 3 - fcf U 5?;M h + 

143. N — (2-70D-4- {[6-*b*is-7 - ( 4 - tf U h + 
^) -4- + /'Jj^y) 7i^) — N ' -yohf;U^UT, 

144. N — (2 -y-DD-4- {[6-7^=^-7- (2-tM'jyih 

-4-+y | JJi']t+x] 7i-;w — n ' -yn tf;i/^ i/T, 

145. N-[2-^DO-4-(6-^ h + y-7- {[2- (1H-1, 2, 

3 - h U7V-;u- i ih + y]-4-=ir;u;n ^->)7z-;i/]- 

146. N-[2-7DD-4- (7- {[2- ( 1 H - 1 - <i 5 ^/'J ;U) Xh 
+ y]-6-^h + y-4- + ;iJJH t+y)7i-^]-N' - 7"p fcT;i/^ U 
7\ 

148. N — [2-7PO-4 - (6-y^h^->-7 - {[2 - (4-^^;Utf^ 

ih + y] -4-^yj;u} 7x~;H -n* --?u\Z)VOu 

7, 

149. N- (2-7DD-4 - {[7 - (2 - t FD + xI - 6 - ^ 
h + y-4- + 7UJ^+y) 7i-JW — N ' -7Pt:J^y7, 
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151. N — (2-^PD-4- {[6-*h3ris-7 - (3 -tMU / 

152. N-[2-^DD-4- ( 6 _^^^->_ 7 _ {[3 _ (4 _^^ ;l/tf/N . 

153. N-[2 -^DD-4- (6-/h^r->-7- {[3- (1H-1, 2, 

3- bV7V-)U-i — f;p) 7"D^y]-4- + yj;H 7x-;i,] 

-N' -7'ntfJWt/7, 

157. N — (2-7no-4-[ (7 - { 3 -[ + (y 

5^1/) 7S/]7°n# + y) -6-^ h + y-4- + 7 'JJW ^y]7i~JH 
-N* -yPtf;i/r7L/T, 

159. N — {2-7nn-4-[(6-^h + y-7- {[5 - (1H-1, 2, 

3- hVTV-Jl- l ^>^;i/j^-^^} - 4 -^y u;i0 ^y ]7 i 

160. N-[2-^OD-4- (7 - {[4- (1H- 1 — 7b 
+ y]-6-^h + y-4-^/iJJH 7f-+-» 7x^]-N' - 7o tf;U^ V 
7\ 

162. N — (2-7DO-4- {[6-^h + y-7- (2-WJ7lh 
-4 -^-^i/'J -;l/]^-+f>} 77a:-;i/) — n ' - (2, 

7 OUT, 

163. N — (2-^DD-4- ([6-/h + y-7- (3 - tJ^U 7 7"o 
tf^v) -4-+t ( /U^]t+y) 7^=.)!,) — N ' - (2, 4-y'7W 
□ 7iz;W 7U7, 

164. N-[2-70D-4 - ( 6 -^ h ^^_ 7 _ {[3 _ (4 _^ ;l/tfA . 
^>V) yo#^f>]-4-+^-yiJ-;H ?MP:y) 7i^]-N' - (2, 4 
-y7MD7xZ^) -71/7, 

165. N- {2-9an-4-[ (7 - {3-[ (2-h Kn^X^U) (7 
^) 7$7]7"U^+y} -6-^h + y-4-+t>/'J-;i/) *M^>]:7x^ 
;H — N ' - (2, 4-y7;^07x~;i/) ^71/7, 
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168. N- (2-^DD-4- {[6-*h^v-7- (3-Wjy7°D 
7$*i/) -4- + /UJ^y} 7xz;W -N' - (2, 4-/7MD7 

169. N- (2-^DP-4- {[6-^b=^>-7- ( 3 - tf U 5?;M h^r 
>-) -4- + yj;V]^y} 7xlW — N ' - (2, 4-y7MD7i" 

170. N-[2-7DD-4- (6-*h^-7- {[2- (1H-1, 2, 3~ 

b vtv-ji- i --r;u) ih+y]-4-+yuw 7i^]-n' 

- (2, 4-y7i^n7xZJW ^l/7> 

18 4. N — (2-7PO-4- {[6 h^->- 7 - (3 - h^U yV7°D^ 

-4 -^^-y'u^;i/] ^->} 7xzj^ — n ' -^;i/^i/7 

185. N — (2-7DD-4 - {[6-^ N4^>- 7 - ( 3 - tf^ U >V 7°D* 
^c,) _ 4 -^-^yg - ;L/ j ^~>} 7x-ji,) — N ' 43i;U.* 

1 86. N-(2-7nn-4-{[6-/h + y-7-(4-lfiJ 

-4- + 7UJW ^->} 7iZ^) -N' -.(2, 4-y7MD7x-JW 

^7 0 

6 2. N- {2-^DD-4- [(6, 7 - h + x- 4 -^±V*'J ^ 

->] 7xzjH — N ' t°;i^i/7, 

142. N- (2-^PP-4- {[6-* h^v- 7 - (3-tfU^;t^h^ 
-» -4- + yjJl']t+y} 7i~;i/) — N ' -7'D tf;i/-j7 1/7, 
169. N — (2-^no-4- {[6-^h + y-7- (3-t°U^;P^H^ 
-» -4-^yUJP]t+y} 7xZJW — N ' - (2, 4-y7Mn7x- 
;10 ^7 1/7. 
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>7.)i*>MM<D&oM&wi7)i3r)ix)i^ymm., ^>-if>xju^>m^ p 
*5£w\z&z>it^m^ £tz. mmmm mm* ?mm tr^^t^x^ 
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1m *fc 

R6 
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iz^^Tmrn-cgz. mux* v>mmmz, o rg . s yn th. c 0 i. v 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983) £ ^cfiW098/47873{CfB*fe$ 

n&£?tsimm^miz<k-z>T'&mT2>z\£-t)i'v%z> a 

ymMfcte. J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 
46) £ n S «fc -5 #g*K: «k o T^^cT §ui * 3 . 

;UAT5 K <hSJES$tT+tyo >SS»ft*f OKififll 3 4#M), #<^T (2) 

tyo>ii^$Mt5 (ss&fti3 5*«fctX3 6 mm) ztiz^vmrnt-^z, 
& «t # d m f * ^ y -)v<d& o ummvwft tt-s-j&t 3 ©^-ikwt* -5 . 

(1) ic^Tte^BSKx^Jl^^Jl/ATVl^fc: K<&^©#3ETT£JE&**ii 
>fc£JSte* ± V u ytmw £ ~>mt U > t SJnSRTS £ <t ic £ 0 mMT 3 

V U >ii^W4l:S^ TL/SVi, £j£to*^i|g Lfc^di: o 

(2) fc*^TttH;UX>SXS:tt^;P3fc7>©^*ET , rSJtS^ilST*fc«), iR 
*i#*p A b 1 JT a& § . 

U*J U>«*i*:*Slrittffi^TS^V/U>«aH*:*f^fflS-&, 4- (X h P 
7x;^x) ^7 U>R»fr&*lrittfflaTS^l/U>»f3IM*:*^j63cLfc«, 
3M$&&& (^J^(fN,N-y/^^A75h*) 4", (#lx.«'7j<$KbA 0 ^ 
v^A-mHI, A^v^A-tfiSS) c7)#&T> **»ffl&Tfc#V>TJI#T5<!:4 
- (7577x^y) 'J >ii#:^5^miit-5+tV''J >iWt# 

e>n&<, $>z>mz&rc, 7$;7xy-;n:^isi (Fii^^tk^^^- h u^a) 
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(IglA). 
-T^ClchfeT-^^ (IS 1 B). 

9|2ft# (o=C = N-R") if^ffl$# (Ig2), i&X (0»J*.fcjr, 7K*-fk^h>J 
£A) 0#ffiTig^^7;U^;Kt:^J (R 1 °H a 1 ) (IS 3) 

£J:t)5S; (i) ®Yfr&4&£«ifiT$.5. 

tci&s (^JAd TK^k^-hu^A) #&t, fcs&Tvwwfcsw (R'H a 1, 

R ,0 Hal) M^f^aCioTfeiAttS (IS 5 :fc«fcr£7). 

f#bn^4- (75y7i/+y) u ^ms^uffiats+tyj > 

)IT^> (R"NH 2 , R'°R"NH) ^SJfS^itS d (IS 4 

*5<fctf 6). 
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f#e»n^f^^(c^ai<z)^fe(ct¥^-r yyjt- hgH*# (o = c = n-r m ) 

^> (R 29 NH 2 ) *fPffl$"ti-*c:t{C«fc0^^7'«U^*^T#*. 

*yv>m±<D7tiL(D7m&<Dumm (po 

m»KfolZm^Z/\ny>4t7)U*)U\i*ltim2ftTte&il\ £5 W2j.Am.Che 
m.Soc, 1 945,67,736^ (C f2«Sc (D fC fi£ o T Sit T £ £ . 

il^Cffl ^ « — ;PBI3l#ttllTiR $ tlT H -5 #\ & £ Vi «J.Antibiot.(l 

993),46(1),177, Ann.Pharm.Fr.l977,35,503^fcB2«©^ffitCfi£t3TS83iT#S. 
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2 -75 J -^MM&X.X^JUmmmZ. J.Med.Chem.l977,20,146^fCfE«!cCD 

^(Ct#e>nrcfL-&%^^©#&T^;i/AT5 F£f£ffl$-t!r3;r<]2{3c);9 4- 
*:hyD>si£?M$-t^^ ymxmmitm (mz.it** ->mtv» ^mm* 

^ftio^ffi^v^^nfcR^t-ry^y^— h^s#: (o = c = n-r 29 ) 

S> (R ! 'NH:) Z{mtE^%ZtlZ£yry U 7ffift$ : ^ l $ r ^2 >o 

*^yU>St±0 7&07KHg0#8Ig (PG) £|&5feU i£S<Z)# 
&-T/\uV>tt.7)\,*)V (R !! 'Ha 1 > R 2J ' ttR^T^zi^^TSS 
7)l*)V^^mt) *ftmimz>zt\z&<o, *stifiT;Pn-;pst##: (r 

*mwiz£%4[:&m*, >\dmz^xmmmmmn^m^mt^ mmu. 
mm 4 mm) . 

#fgBJfc«£3fl^#j«, ot'hntt^tifMKvEGF (v 

ascular endothelial growth factor) !J?& LfcitCgeSMAPK (mitogen-acti 
vated protein kinase) <D ?g tt-ft£ MWT & (M^U^M 1 &=fc IX 2 #J$) . m^l*] 
«^VE G F <hg^#T8ft© ^^;H5^^(C «fc D MA P K***g 
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mittSft* U >m<ttStlfZMA P K©±#M*B«> (Abedi,H. and Zachary, I., 

J.BioLChem., 272, 15442-15451(1997)) . M A P K<D^&fl:tejfa^$r£l£:fctt5lfil 
«rt&MISOii«Hcafi«:!a;SR|Srfi-5 d £a**D£*lTV>S (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8,4-25(1997)). t£o T*IBKK:«k Sfls£fcttjfeMf£»fflffUfl ^WT-S. 

&<D1&&LM< InD^t^Tt^^Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . fot, \Z <fc S-ffr&ftf 

u-ox, *f£mz£.z>it^mz, ±mz^Ltzm^. ^ftci^cint^ 

^TS#« fiJSK-^, M&^) co^T"tl^O^#MS§T> t h&cfcU-'t h&Lft 

ens. 
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z.n*><D&mmmz. m^bnt^^Mi, mmm, msm* mnm. 
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MM 1 : 2-^na-4 - [(6, 7-^^'>-4-^;iJJM £±>J 7 
— 'J > 

v^^;UX;U^^'>H (10ml) fC7K*ffc^-hU^A (60w%, 0. 72 
g) £fln*, 5 0tT3 0MmiI?£l:L. 4-7S7 - 3-^OD7x/- 

jummm. a. 6ig) sMsaTio^bfc. ^ii4-^dd-6, 7 

-y^h + y+;'J> (1. OOg) 1 0 OtT-ftH^lfc. K^Sttc 

9 g, i«6 0 %Tf#£o 

■H-NMR (CDC 1 3, 4 0 OMHz) : 6 4. 0 5 (s, 3H), 4. 05 
(s, 3H), 4. 08 (s, 2H), 6. 44 ( d , J = 5. 4Hz, 1 H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

4 8 (d, J = 5. 1Hz, 1H) 

mi£M2 : 4- [(6, 7-y7h^y-4-^yj^) ^->]-2, 3 - ^ 
^)VT~ U > 

y^fKmyh' (10ml) tC?K*^^ h U (60w%, 0. 72 
g) £*n*_, 5 0tT3 0MmMSI:L, 4-7 = 7- 2, 3-^*^:7 
xy-MUS (1. 5 5g) £;DaAgjBTl 0#8R#U£:. ^C4-^DD- 

6, 7-^h+y+y'j> (i. o o g) £in*. i o oct— i»fl&#L;fc. k 
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0. 9 4 g, JR¥6 5 %T?#fco 

'H-NMR (CDC 1 400 MHz): 52. 07 (s, 3H), 2. 15 (s , 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H). 7. 64 (s, 1H), 
8. 42 (d, J = 5. 4Hz, 1H) 

ggjj0»l3 : 4- [(6, 7-y^h^y-4-^/'J^) ^->]-2, 5-v?;* 

v^^PX^^^^H (10ml) fC7K*<t±hU^7A (60w%, 0. 36 
g) SJn^L, 5 0tT3 0^1j$M/Si:L, 4 -75/ -2, 5-v^^U7 
x7-;i/ (1. 2 3 g) £Jn*.MTl 0£»£Lfco ^4-^nn- 6, 7 
-y^h + y+/U> (1. OOg) ^JOA 1 0 0°CT-M#L/zo ^J»lC 
7K^iJn^^Dn*;i/ATtttBL7t^, ^7 □ u^)lh,m^m%Umm7^m± b U#A 

^ uu*)vk/7± h> (i/i) -emmrzi'Vtiz'jwni'htf 

nmW4:3, 5 -^'^ □□- 4 - [(6, U^) ^ 

iStT-JUXJU-fc^i/ H (10ml) tC7K*^hU^7A (60w%, 0. 36 
g) 5 0°CT3 OM^liaCL, 4-75Z-2, 6-^DD7 

xy-JP (1. 5 9g) ^Mi/StlOM^lfc. *l;4-^DD-6, 7 
->^K*^/U> (1. OOg) £aox. 1 0 0°CT-M^L7^ o EJfciSK: 
7k%m?L? Dn^MTftffl Lfcft, £ □ nftjiAm&mtummykm-}- b U ^ A 

^cm*;UA/7iZ h> (1/1) tlfltSyU^yj^DYh^ 
7 7^— Kid: D*if®!U mmciik^ty}* 0 . 35g, «2 2 
'H-NMR (CDC K 400 MHz): 63. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s. 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

Iij5 : 4- [(6, 7->^ h^>-4-^7 'J;IQ ^->J - 2 -X hDT 
— 'J > 

S^^^JtM^K (15ml) tC**^hUC7A (6 0w%, 0. 54 
g) 7 0T;T 3 0 U 4-75;-3--hD7xy- 

;U (2. 0 7g) ^M^TlO^Lfcc ^!:4-^OD-6, 7->>^ 

u> (i. 5o g ) itm*. i o ox:x-4mmm.WLfc 0 Rj&m\z*& 

i7DO^A/7th> (1/1) Timy'J*W07h^77 
infill 6 : 1- [2 -7$ 7-4- (^>>>';i/^-^ v) - 5 h^y7xZJl/1 

-i-x^y > 

1 - (4-k + h^>-^x-;i/) - l-x^7> (20g), ^ 

i*'J7A(l 8. 3 gh a^^T-h-^-n-y^^y/^E-^A (4. 45g), 
^>y^7*U$K (17. 3ml) £N, N-y^fJ^M75 H (3 0 0m 

i) iMLiootTimrMLt. zteT?M£^£u 

7K£in^Mx^Tfflm U ra?X5P;P®£ilDg£± h U 7A«Lfc. 
iETill^gSLTflbtlfcS^, ^Ili (12. 4 7ml) £gftg (12 
Oml) ^^l:2B#^>K^Lfco 0 °C (C^K^t^ h U ^ A7j<?g^^ 

^Lfeo ^{C, M/£T^£®£LTf#^n;t$l££, x^y-;[/ (i i 60m 
1 )> 7K (12 0ml) fCf?A£/WT?£$PU M7>t^7A (19. 2 g), 

i« doi. 7g) itmri, Dmwffi.* znmhtc, t7-fhiiu ^pd 

J-)\> (3/1) T8fc#U M£ETi£*«£@5feU 
7km{t~l- h U ^AtK^TT;^ Utt fcL^DP*;UAIfi£jtJU ^ □n^jUAH 

Jl/A/g^^x? 1 ^ (10/1) TIitSyiJ^y;^D7h^77^-l; e tO 
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**88U i&m<Dik€ity}%: 2 4. 9 5 g, iK$7 7% (3Xr7 7°) Tfffco 
'H-NMR (CDC U 4 0 0MHz): 52. 51 (s, 3H),3. 84 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

S3BffJ7 : 7- (^>22k±£jd - 6-* h=fr^- 1, 4-ybKD-4-^ 
y U 7 > 

1- [2-757-4- {1>V)Vtti/) -5-^^7iZM - 1 - 
X^/> (2 4. 9 5 g) &Th7tH077> (4 5 0ml) £»fl?U t^N 
U^A^h^vH (2 4. 8 7 g) £JD*MT? 1 l$IHJiI#&, f^IfjUX 
ril/ (3 7. 0 7ml) £fln*gi&T 2 B*|HHft8M£, ?K (150ml) £tjn*_ 1 
0°C(cTr«SfL^ : £*n^pH4 7l<^tn^^ □ □2fc;i/Aft&fcBU 

/7 no*;p assess^ h u 9A«iit. WEETJsae^esLTwenfca 

— tc«fc OfiMSU Um<Dit%®%: 17. 16g, W6 6 %Tf#£„ 
'H-NMR (DMSO-d., 4 0 0 MH z ) : 6 3 . 8 4 (s, 3 H) , 5 . 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

m&ms : 7- Lci>i£ik±±^) -4-^DD- 6 -y h^->^y 'J > 

7- (^>^;i/^-=^'» -6-/h + y-l, 4-ykFP-4- + ;U;> 
(17. 16g) Ct+xM^ (14. 1 9m 1 ) ZMpi, Mjf»fc£ IB* 

h U ^A7kflSFfft*ll07L7 , ;U*UtttcL. ^ □ D*;UAftttS U ^ n n*;PAJi& 

A/7th> (10/1) •vmmTZi'VfitfJUZn'TbP^yj—lz&Qtftm 
U ^m(Dit£ty)$: 3 . 8 2g, iRsp 2 1 *Tf#Jfc. 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : <5 4. 06 (s. 3 H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 

•• 4 - {[7 - (^>x;i^=^» - 6 - y h^->-4-=^y UjkJ ^ 
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5>}-2, 5-^^;i,7-U> 

v^^X;t^^>K (2 5ml) lZ7mik-f h V V A (6 0w%, 1. 17 
g) 6 0tT3 0«ii^:U Co XtZ4-7*/-2, 

?^7x/-jP (4. OOg) SiDAt^Tl OMM, 7- (^>v?;u^ 
'» -4-^Dn-6-^h + ^;iJ> (4. 36g) ^Hnx.fco 22B#f!Qjf 

SfflCDfb-&^^3. 0 4 g, «5 2 %-V%rzo 

'H-NMR (CDC 1 3 , 4 0 0MHz): 5 2. 0 5 (s, 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5 . 1Hz, 1 H) 
WMftffim (ES I -MS, m/z) : 4 0 1 (M f + 1) 

mmmi o ■• n- (4- {[7- (^>>*;m-=e-» -6-y h^->-4-^y u 

3Mry} -2, 5->7f;i/7iZJ|/) — N ' - (2, 4-y7MQ7x 
— »7l/7 

4- {[7- (^>>>;t^4^» -6-y h*y-4-+yj;w -2, 

5 — 'J > (3 0 0mg) £^dDaN;1/A (5ml) fcJgfiPLfclg. 

2, 4-y7W07x-JK7x7t-h (2 0 0 M) £UnA> 7 0C1CT 
lBfelt^Lfco KJfom*, ^7DD*W7th> (75/25) TlfltSy 
U*y;P^nT H^77^-C e t0iillL, IM^3 6 8rag. i«8 

8 %-ef#7c 0 

'H-NMR (CDC 1 4 0 0MHz) : 5 2. 17 (s , 3H), 2. 26 (s , 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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agjgff!) 1 1 : N- (4 - {[7 - (^>S£jk^±^) - 6 h^->- 

^-^->} -2, 5-y^^7iI^) — N ' - (2-^h4->7xZJl/) 

4- {[7- (^^kt^vO -6-* h*->-4-*yU;i/] -2, 
5 -^^^I/T— U > (3 0 0mg) ^^oo^A (5ml) (C^L^, 
2-/^y7i-JKVy7t-F (0. 2 4ml) ££n;L, 70*CK:Tllft 
KJtSftfc, ^□n^;PA/7-fe h> (7 5/2 5) TJUffl-f £ ~> U # 
y;P^PT H^77-r-iC«fcD*lHBU IlO|^M3 6 5ra g< i»8 9% 

'H-NMR (CDC 1 Jf 4 0 OMH z ) : <5 2. 17 (s, 3H), 2. 2 8 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s, 2H), 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

2 : 4- {[7- jr<>2JM±kl -6-^ 1c 
- 2 □ py - U > 

3^1/7^*^ :> H (3. 6ml) CtK*^^" N »J >7A (6 0w%, 320 
mg) SJP^L, 6 0tt3 0»Ma(Ilt. 4 - 75 / - 3 - £7 n D 
7i/-j« (7 2 0mg) SMSiaTlO^jim 7- (^>>?;M- 

-4-^no-6-^ h + f>^y U > (6 0 Omg) £JD;*L/l. lOSt 

Tmm&m&isT&znrzmz \z * * y-ji^m^mmmt l&. mm Litiss 

mmcDit-gty)* 5 3 3mg, JK$6 6%r#fc. 
'H-NMR (CDC 1,, 400 MHz): <5 4 . 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 



WO 00/43366 



PCT/JP00/00255 



- 36 - 

7. 44 (s, 1H), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 4 5 (d, J = 5. 3Hz, 1 H) 

(ES I-MS, m/z) : 4 9 7 (M'+l) 
nmmi 3 : N- (4- {[7- (^>S>';[^=^» - 6 -pt 4-$. / ij 

;U] ^-^->} - 2 DD7xZ;t/) -N' - (2, 4-y7J^D7i^) 

4- {[7- {1>i?)\,'**zs) - 6 ^y-4- + y'JJH ^+^>} -2 
-^nPTn'J > (2 6 Omg) J^noMA (1 0ml) fc^L/ztt, 2, 
4-y7Mn7x"KVy7t-h (19 8mg) £Jn;L£JBT 2 l$Mit# 
L7to nn-fcjlA/T-k b> (10/1) -emmTZisVtiyjWn 

T h^77^f -tCj; OfifSiU ^SOft^t;^ 3 3 7mg, iR^ 9 4 %Tt#7c 0 

'H-NMR (CDC 1 3 , 4 0 0MHz): 54. 0 4 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4Hz , 1 H) 

3t*^#Hi (ES I - MS, m/z) : 5 6 2, 5 6 4 (M' + 1) 
Mt£M 14 : N — {2-^DD-4 - [(7-b htx-4-^ 
/JUjk) ^^->] 7x-iH — N ' - (2, 4-y7MD7xZ;i/) 71^7 

N - (4 - {[ 7 - (^>>^ :<*-*/) - 6 - p< h^5x-4 - + 7 U;H 
-2-70D7X-JW — N ' - (2, 4-y7MD7x-^) ^7 1/7 (2 1 
5mg) y^^*M75 H (11ml) /^^i^^Amm (2 

i5mg) ^-tio^., ykmnmm.Tmu'viffi.MWLfro fcjtsmzmmx-^ji (3 

Ornl) ^Jn^., -fe^-r HztjgL^o ?&ag£M/£T@S;U ii©fb^$17 
4rag, i«9 6 %Tf#7c. 

'H-NMR (DMSO-d», 40 0 MH z) : 53. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 
50 (d, J==5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s, 1 H) 
»MI (ESI-MS, m/z): 4 7 2 (M'+l) 

ffiiggil 1 5 : 4 - {[7- (£Q^£2k3L±id -6-^h^y-4-^/UJl/lt 
-2, 3-^^|/7z'J> 
v^^X;i/^^'>F (6ml) tC**ib^-KU^A (60wt%, 0. 32 
g) £ifi*C3 0#MJ*#Lfc&, 4-7=;-2, 3 -y^^7xy 

-;U (1. 1 Og) eo^IStl 0#M«#L;fc. #f~7- (^>V)l**is) 
- 4-^DD- 6- ^ h + y+/U> (1. 2 0 g) 1 0tT6Stfll 

/7 p □ a® & ~><yi± -v&ig l 7cc mj£Tmm & ^ l xf# 5 

nfcSSS, ^on^;l/A/Tir h> (6/1) TIHny>J*WD7h 

J -tZ<k<ommL, j5jB©^«S0. 7 8g, iR*E4 9*T»&. 
'H-NMR (DMSO-d«, 4 0 0MHz) 5 1. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz, 1 H), 
6. 69 (d, J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
31 (d, J = 5. 3 H z , 1 H) 

Mjgffi] 1 6 : N — (4 - {\7 - (^>i/)lJ-*js) - 6 b*zs- 4-*/ 
U;H^-^->} -2, 3-/^^7i-^) — N ' - (2, 4->'7MD7 
x~;U) -7^7 

4- {[7- (^>^;i/;t^» -6-^h + y-4- + y'j;i/]t+y) -2, 
3 -it^DVT— U >(2 6 0mg)$N, N-y/fWM75 H (5ml) 
fCfg^L/c^ 2, 4-y7MD7xZJKVy7t-h (12 1mg) £jjQ 

OTtU mm<D<tG%}&2 1 9rag, «6 1 %T#7c 0 
'H-NMR (DMSO-di, 4 0 0MHz) 5 1. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

mmmi 7:7- (s<>i?)l**zs) -A- {Z-7 )V*U- A-~ hD7x7 
^vO -6 h^->^/ u > 

^PD^<>-if> (3ml) \Z7 - (^>z/Jl>**z/) -4-^nn-6-/h 
+ y+yj>(3 0 0mg), 3-7MD-4-zhn7x/-JK7 8 5mg) 

s»#u 1 3 o°c-v smmmwLfc. s^i^nn^A, tkk^hu^ 
/ s3r-tf->/Bi^x3 i ;u (i/i) -vmm? zWMisy u-vbtf — 

lZ<kOmmL. Hi©fb-&t^l 9 7mg> IK*4 7 %Tt#fCo 
'H-NMR (DMSO-d,, 4 0 0MHz) <5 3 . 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
iijl 8:4- (4 -7$ 7- 3 -7MD7xZ^y) -6-^h^'>-7 

7- (^>^;U^+-» -4- (3-7MD-4--h07i/ + y) -6 
-/h + y+/U> ( 1 9 Omg) £N. N-y^fWM75 F (5ml), 
hUX^7S> (1ml) fcjgflpu Tkmit^^WA (4 Omg) £JDA, 

paK;ua/7 (20/1) timily'j*WD7h^77^ 

— fC«i:Dttf®[U ^tmcDittr!®)* 7 5mg, iR$5 6%r#fc. 
'H-NMR (DMSO-d,, 4 0 0MHz) 6 3. 87 (s, 3H), 5. 11 

(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1H) 
mmmi 9 : N- (2, 4-y7M07x-^ — N ' - {2-7)lJru- A 

- [(7-t:FD^y-6-^hty-4-^; i J^) X^is] 7xZJ|/} ^/U7 
4- (4-75;-3-7MD7x; + y) - 6 - ^ h + y- 7 - + y U 7 



WO 00/43366 



PCT/JP00/00255 



- 39 - 



—)V (7 Omg) £^nn*;PA (l. 5ml), N, N-y^f;|/^A75 K 
(lml) lzmBVfz'&. 2, 4-y7MD7i"JKVy7t-h (43m 

g) &tiQ%.T&m , v3miBiKifcvrco Kmmz*? ;-)i&mx.. m&Tmm* 

fiUT^^nfcSS*, (2 0/1) T®gfl-T-5» 

'H-NMR (DMSO-d., 4 0 0MHz) 6 3. 9 4 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 
34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s , 1 H) 
S*jgffJ2 0 : 4-^7DD-6-^h^~>-7-4 : -/U J-)V 

7- (^>^;U:**-» -4-^PD- 6 -j* h + y+7U> (1 0 Omg), 
ttT=-V—)i> (3 0 0 jtt 1 ) , *^>;*;Mn>B& (25wl) U7MD ;* 
^>X;i/^>^ (lml) C?§iL3 O^F^^TH^Lfco «JEET^«r®S 

'H-NMR (DMSO-da, 4 0 0MHz) : 5 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1H), 
8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 

MjS^J2 1 : 4-^nn-6-^h^-7- =fr j ij 



4-^DD-6-/h + ->-7-^/'J /— ;P (5 Omg), U ^7 A (4 



;*^;i/X— (4 Omg) £N, N-y7fMM7$F (10ml) \Z\M 




^no^> (6/2/1) Tllt§yU*y^yDTh777y-f;,j:0i 
III/, ilO{t^#I^4 7mg, W7 4%Tt#fc<, 



> 



Omg), 



-■7A Omg), 2-7'otx^ 
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'H-NMR (CDC I3, 400 MHz): 6 3. 4 9 (s, 3H), 3. 88- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8.5 7 (d, J=4. 9Hz, 1 H) 

$W!)2 2 : 2-^DD-4-{[(6-^ b*><- 7 - (2-^ h^yXN^y) 
-4-t;'JM^y} T-U> 
:x*5F-;i/y;;P*^>F (2ml) }C7Kmfb^- h U (6 0w%, 1 5 3mg) 

£inx., 6 0 < ct3 0^MiSi:U 4-757-3-^0071;-^ 

g§i& (3 4 3mg) SMtiSTl 0#»#Ljfc e ^fC^^TJl,**^ K (2 
ml) fC?g£?L/r4 -pan- 6 N^->- 7 - (2-/h + yih + -» =t 



/U> (254mg) £#n*. 1 1 0°Cr—mmWLfc o Rf&mzfr&tiajLtr U U 

^;UAy / Tizh> (7/3) TW^yiJ^Wn7h^77^-t: t t0i 

'H-NMR (CDC 1 3, 4 0 0MHz): (5 3. 49 (s , 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz, 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1 H), 8. 47 (d, 
J = 5. 1Hz, 1H) 

mmM2 3 : 2-^DD-4 - [(6. 7 -i?* b=¥'>- 4 -^^VJ 
->] T-U > 

y/fHW^yF (4 0ml) t^th'J^A (60w%, 5. 8 0 
g) SrJjnx., 6 0tT3 0^ffl^ifil:bfc. *l:4-75/-3-ynD7 
xy-)HiI (13. 0 5g) SMijBTlOiMim J . Am. Che 
m. S o c . , 6 8 , 1299 (1946), J. Am. Chem. Soc.,_6_ 

_8, 1305 (1946) u£\zmM2nz£?fj:mm^&\z£-?T'&!&vrz? 

□ p + ^yij >$?§mfo~C & Z> , 4 - Z an- 6 , 7-y^ h + y+tV'Uy (8. 
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14g) JtHUTitc, 110t:T3 0^Lfci, Kmm\Z7^i\\A_2nu*)l 

)izm7Lmmmti<fco mtHLrcm^^i^mL. ti©f^#i$9. 1 3 g, 

4X^7 6 %Tf#fco 

'H-NMR (CDC 1 3, 400 MHz): <54. 05-4. 08 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s, 1H), 8. 6 4 (s, 1 H) 
MS^tffM (ESI -MS, m/z): 3 3 2 (M*+l) 

mmM2 4 : N-^<>^;U-N- (2, 4 - y??;^ P 7 x. ~ )V) T$> 

2, 4-y7Mn7^'J>(2. 3 7ml), ^>X7^rkM2. 3 6m 
1) ^feMlstz^f J-)l (4 6ml) t;SI?^->C7A (5. 5 9 g) t'p 

mcDmm&bQTL. Mt4 5^jf#L;t 0 ^t/k^^j^hj^a (2. 

(30/1) T?SI!t5yUAy;^D? H^^w-fcfc mm(Dit 

0 4 g, JK^6 0 %Tf#^c 0 
'H-NMR (CDC 1 5, 40 0 MHz) : 54. 3 4 (s, 2H), 6. 5 6 
-6. 8 2 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5 H) 

mmM2 5:*^)l 4- (*^2Jk*±kl ~ 5 b*ris- 2 hD^> 
V'X- h 

mis©* 3^ a*- 1/- h(5 o g), mmtivyA (76g) jn, n->?^^ 

^*^75 K (2 0 0ml) C:*gfl?U ^fb^>> ; ;P (33ml) £ 1 0^ 
ttTfl&TU MT— UftJK^Lfc. 7j<£2 0 0m 1 *ax., eflgx^;PT&tH3£, 
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0ml 43«fctf«816 2 0 0ml ZtiUTL, 8I^Wift#Sfe^7K*J0Afc. ^ftfcH-f*: 
^9 3 %. 

1 H — NMR (CDCh, 400 MHz): 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 ( s , 1 H) 

MmM2 6 : 7- (^>yjM-:fr'» - 6 - ;< h4^>- 3 , 4-y'bFD-4- 

±±vu y > 

X— h (1 5. Og) M(2 0 0ml) \zmm&* 9k (13. 2 g ) 

£^ 1 0 XimUk-f h U ^A*iS5i0c*lniA»#L*:. $Sfc:£Dn*;i/AT*fi 

&«JET-?JgfiS£S3cU ?#£ftfc83SE£*£#>yTtt*U y^;P 2-7 
5/ -4- (^>>>';p^-+x) - 5 - / h + y^>V'l- h©Wi^ 9. 5 
gf#fc„ W7 0 %„ 

ft*>tl1t*^)V 2-75 7-4- (^>^;U^+i» - 5-/h^y^>V 
X-h (650mg) £N, N-y/^*M75 H (1 5ml), *9 J—)\, 
(3ml) izmMLs aK;1/A75 H (0. 46ml). th'J^A/h + yh* (3 
7 3mg) ZtiUTL, 1 0 OSSTIf-iSU — M#L/t 0 1 
0mlJn^.^o 1 M^^KTR^^^^fn-r-S^H^^WmL^o H&^SiU 
TfC, X— 5 i ;UTi5fe^Jt^7p>^ , Tttj»L, »{^#I$ 5 6 6mg§fco iR 
$87%. 

'H — NMR (DMSO-ds 4 0 0 MH z ) : 3 . 88 (s, 3H), 5. 25 ( s , 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (b r , 1 H) 
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$gjgffiJ2 7 : 7- (^>^;kfr^» -4-^DD-6-^^->WJ> 

> (40 Omg), v-f 7yDtf^X5P^7i5> (0. 3ml) \Z***s&fcV > 
(515ml) £JO;i, 2 O^KjgfflELfe. MLKUftaflSfc, 1 0 %7K^Yb^~ h U 

® CD £4 2 Omgf#£ 0 *»9 9% 0 

' H — NMR (CDCh, 4 0 0MHz) : 4. 0 8 (s, 3H), 5. 3 4 (s, 2 
H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 
MMMAA-LJi^A 5- (^>i/)l7f3ris) -4-* h*is- 2 -~ Kd^> 
V"X- I- 

TfflScD^^;!/ 3-tKn^-4-^N + W/x-h(l0g), 
U^A (2 3g) £N, N-y7fMM75F (5 0ml) Jlfb 
^>^;U (6. 5ml) ^lO^HtTlTl, *S20 
OmlM, M?x5P;n?ffl£ti^ ^e.fcWMfcgSfn^m/K^Jn^rax^ 

ffT^l^^L. f#£ttfc^££#£#>y TEST'S ££&CDHH*£ 8 . 
4gf#7to m>T, f#5ftfc@#7. 0g^77X3CAn, MTTSSlO 
Om 1 &£Zfmm2 0 Om 1 8 &*HiK#&£*£;ta7Ljfc. f#£ftfcB# 

»9 6 %. 

1 H — NMR (CDCh, 400 MHz): 3. 89 (s, 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1 H), 7. 3 4- 7. 4 5 (m, 6 
H) 

IMi2 9:6- (^>v?;i/^v) - 7 -;* h^>- 3, 4-ybh'D-4- 

w^i y > 

^iSTT*^ 5- -4-^h + y-2--hD^>7 

X- h ( 1 5 . 8g) M (2 0 0ml) \Z®ffi'&, $k (13. 9 g ) 
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57-5- (^>vVI/^x) -4-y h^->^>v*x- h©*l«g^#/^ 1 o. 
4 g#feo IK^7 3 %„ 

%t>ntz*J-)V 2-757-5- (^>^;i/^"^-» - 4 -7 h + v^>>/ 
X— h (5. 0 g) £N, N-y7fMM75 H (150ml), 7^ J—)V 
(30ml) izmML, *M7S H (3. 5ml), t h'J^A^ h + y H (2. 
8g) ZtiUTL. lOOgSTMU -&JJR#Lfc. SiS*T^t*$10 m 
lftJAfc. 1 M^7j<T^J5S^^4 J fDT^)<i:gI#:^tfrtt5Lfco Btt^SflfcU 7j<> 

/o o 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3 . 9 2 (s, 3H), 5. 2 1 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H). 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

0 : 6- (^yjy)l^r^-jy) -4-/700-7-^^^/^ 
6- (^>z/)lJr*is) -7-7h*->-3, 4-ykFD-4-WJ; 
> (3. 5g), ^V^D^XWS> (11. 5ml) Ct+yM'Jy 
( 3 . 1ml) £Jn*., 2 0 ftm&WUsTz.. S^t^fl, 1 0 %7kmk± b U 

'H-NMR (CDCh, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 
gjiaffil 3 1 : 4 - {[ 7 - >>>';!/ -6-7 H4^>- 4 -^f/'J XJU] 

- 2 - jnnjx'j > 
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7 - (^>5?;P^"» -4-^DD- 6 h^>4^/U > (3 0. 0 g) 
t-x h^y^;P7> ; E-'i7A^PU H (13. 9g) £T1ih> (4 0 0ml) 

{zmmv&u^mwvr^ z\<Dmm\z2 o %?Km<t± mj^a?]^^ (6 4m o 

Mlfc4-75;-3-i/DD7x;-JHiI (3 6. 0 g) £«]t^c 

tz.^m<Dikt;W2> 6. 6gibnfc. JK$9 0% o 

'H-NMR (DMSO-d., 4 0 0MHz) : <5 3. 9 6 (s, 3H), 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 53 (s, 1 H) 

$^fM3 2 : N- (4- {[7- (^>y;PaM^>) - 6 h4^-4-^y* 

U~;i/] ^-^->} - 2 - ^ uuy x.~)\,) -n' -7°nb°;Pfrlx7 
4- {[7- (s<>>>)1>-**~» -6-^h + y-4-+t7'J^] ^*>-} 

-2-^OD7r'J> (12. 2g) & MtK 2 nn ft)], Aizmm L fc&, hUi 
^7 5> (8. 4ml) &miinL&U-cm&Lfzo frizM*? nnftfrk (l 

2ml) f:hU*7y> (4. 5g) ^ligM+CiTLfc, MT2 0 
#8B#Lfc!£, n-7"nt>7 5> (4. 9ml) ££n*_fe 0 
FWt5 iefeHM*rai Lit. £ CD0#:£M I7n D*Ml?a^t§ £ 
3lgICD{t£-M*9. 4 g#6*l/to «6 3 % 0 

'H-NMR (DMSO-d «, 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J =2. 7Hz, 9. 0Hz, 1H), 7. 37-7. 57 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
S£ jgffij 3 3 : N - {2-^aa-4 - [(7-bFD^y-6-y h ^ - 4 - ^ 
^V"'J-;l/) 7f*ris] 7xZJH — N ' -ypfcf )U<7 U T 
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N- (4- {[7- (^>v;i/^~» - 6-yh^y-4-WJ^JH * 
*Fis] -2-^D07x-;W — N ' -yDh°;P^l/T (42. 2 g) HJ 7 
(2 0 0ml) £»fl¥L&«, *^>7Jl/*>^ (11. lm 1 ) £ 

<7)<t^4fa2o. 7 o%. 

'H-NMR (DMSO-ds, 400 MHz): 60. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J = 2 . 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 
jgjgff] 3 4 : 6 , 7-y^h^y-4-^yP> 

2-757-3, 4-y^^|,||^jK2 0. 0g, 94. 8 mm 

0 1) l;^A7$F (15 0ml) ^MT, 8. 5^16 OtCiDibfc. 
KmU^mk, 5i§U t#btlfc«^7j< (lOOmlX20) -r^^L7Cc 
•ifr®Lfztt,m&mj£T&.&LTBm<®}& l 7. 85g. W91. 5%T#^ 0 
'H-NMR (DM SO- da, 4 0 0 MHz): 64. 01 (s, 3H), 4. 0 
2 (s, 3H), 7. 1 4 (s, 1H), 7. 3 4 (s , 1H), 7. 6 1 (s, 

1 H), 7. 9 7 (s , 1 H) 

i^fiffiJ 35 : 4-^DD-6, 1 - V* Y^>^±2l21 > 

6, 7->7h*y-4-+tyo> (5 0. lg, 0. 2 4mol) CX^ 
*37> (2 5 0ml) £cfctf:<M^>ig<bU > (2 5 0ml=412. 5g, 2. 
69mol) ^DX.T12 0tlrlBtfWl/: o gJ&£T?ftiP&, fcSJETj&fHJ 
(D^-^r^mtV >£M£U £}J<7j< ( 1 0 0 0ml) Cftf^DD^Jl/A ( 1 
0 0 0ml) &JJUz_fz a 2 0 %7m.it^- h U ^7 AT7fcJI<D p H£ 6 . 5fCSl£U 
*flSJg<h7j<Jg£#i£L;fc. ^-^LfcWaS^TK ( 1 0 0 0 m 1 X 6 0) TSfc#L 
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T, «fcH6^MJ*ATtt«Lfc&, «EE»«L&. MCr h7t Hn77> (4 
7 0ml) £;frn*.3t»ftU -5°C> — 10°C£T7££PU II-^Ltg^ 
^38. 5g, W71. 4%Tf#7Co 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 4. 0 9 (s, 3H), 4. 0 
9 <s. 3H). 7. 1 4 (s, 1H). 7. 34 (s . 1H). 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

M&M 36 : 4-^DD-6, h^^^/ij > 

6, 7-y^h + y-4-WD> (10. 0g, 48. 5 mm o 1 ) Ch 
;i/X> (100ml) *«fcOC^S/ififkU > (7. 4 g< 48. 6 mm o 1 ) £ 
MT12 0tt6. 5B#W«#Lfc. MSt^m III, h;i/X> (1 
0 0ml, 50ml) TBfc#LT, ffijftU StfJ#j£ 11. 5g, W 9 1 %T 

$8ifi0ll3 7:4- (4' -757-3' -^DD) -7x7^y-6, 7 -is* 

4-75y-3-i?PD7i;-JHit (14. 6g, 8 lmmo 1) 
Sfcfl^MJ^A (8. 5 g. 0. 2 lmo 1 ) *J«fcZX* (90ml) &lJQ?Ltem 
Sit, 4-^DD - 6, 7-y^ h + ^^"V/U >(12g, 5 3 mm o 1 ) * 
=fct£7^;Ux^;i^ h> (2 2 5ml) £ia*_T, 2mmmffiLfzo Kfom&m 
5 0tt:W, ^DDMA (5 0 0ml) *5«fcDf7K (5 0 0ml) £Jn;tT 

a (250ml) san*.* lo^FWLm #ttL,&. »sftfc*r»«&« 

ffiftli&U 381 S6 mt\z*9 (50ml) £flDx. 3 0 ^Mfli# L/C 

M> dSiS • ^LTIWtl^ 1 5. 6g, W8 5%-cnfc 0 
'H-NMR (DMSO-d fi , 4 0 0 MH z ) : 5 3. 95 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J = 8 . 8Hz, 1H), 
6. 98 (dd, 1 = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1 H) 

mmM3 8:4- (4' -757-3' -^DD) -7x;^y~6, 7-^7 
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4-7$y-3-^oo7x;«-;HiI (l. 3g, 7. 2mmol) C2 
OXTkSMb^ MJ#A#»« (3. 5ml) (2ml) £J[l*.?gg?£-fcf\ 

4-* □□- 6, 7 -y7 h^^^-yj> (0. 8g, 3. 6mmo 1), >7 u 
□ *;UA (6m 1 ) iScfc^T- h^^l/T^-^A^D^ H (0. 5 8 g> 1. 
8mmol) SrSDAT, 2Np|WJt«ELfc. £JfcJft£ift231SL ^DDto (10 
ml) *5«fctfzK (10ml) ItmTiT 1 0#Rfflft#L£^ W*S 
L7c 0 $mLfc*»&3efc4mnsf?;UA (10ml) Srira*., 1 0 #Fb11«# Lfc 

»en;tw«ji£«jEE»igu mt\z*& (2 

ml) 0#|ifl«#Lfc&, II-^UT|^1. Og, iR$8 3 

SMMi i N- (2, 4-y7MD^>y» — N ' - {4- [(6, 7 - >^ 

- 2 -7 )lJruy x.-)V) OUT 
4- [(6, 7-y/h + y-4- + y'JJW - 2 -7 )V*UT > 

( 1 0 Omg) £ h;i/X> (5. Oml), h iJIfjl/75> ( 1 . Oml) (CiP 
y^DD^> (l. Oml) \zmMVfc h Vft7>y> (10 3 
mg) £3taAT3#M2ra&JtaELfc. &£2, 4-y7Mn^yyjl/75> (5 

4mg) zjjq^t, z *>\z smmmmffiLtcc fcjfomizmni%m7km± h >j ^ 

AjK^^OtL, ^ on*;UATft&{iSU ^7 p n^Jl- All £M7KM^- h U # A 
TftiSLfc. «JET»ttESrS5SLT»&nfc^$Sr, ^DD*M/7-fe h>(2 

123mg, M8 0 

'H-NMR (CDC 1 3 , 4 0 OMHz) : 54. 02 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s, 
1H), 8. 16 (t, J = 9. OHz, 1H), 8. 47 (d, J = 5. 1Hz, 
1 H) 

Ki^tfri (FD-MS, m/ z ) : 4 8 3 (M*) 
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mffiM2 : N — {4- [(6, 1 -V* h^->-4-^7 jJjP) -2-7 
Md7xzjh -n' - (2 -tjm-dx^iq frl^T 

4- [(6, 7-$?* h + ~>-4- + y u;io 3-*~>] - 2 -7;i/^"DT-U > 
( 1 0 Omg) £ h;l/X> (10ml), h UX?;i/75> (0. 5ml) iZtiUM 
y^DD^^Xl. Oml) fcjgfiPLifc h 'J*X^*> (4 7mg) 
SJnAT5 5J"MlJ0«ia»ELfc. ^t:M2-7MDX5 1 ^7 5> (4 2mg) 

»ffTStt&ISbT^5*lfcS**, ^dn^A/Tir h> (2/1) 

*^U*y;P^PTh^77>f-tcJ:0»S8L, m.m<D\\L^m%: 9 3rag, 
IR*7 2 %T?#7c„ 

'H-NMR (DMSO-ch, 40 0MHz) : 53. 40 (m, 1 H), 3. 4 
7 (m,lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H), 8. 47 (br, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

nmftffiM. (ESI -MS, m/z):4 04 (M'+l) 

: N- (4- [(6, 7-y7h^y-4-ty'J^) ^^->] -2- 
7;U^-P7jiz:;1/} — N ' - (2 - bf U i£ik2i±ik) ^ ^ 

4- [(6, 7-y7h*y-4- + yjJl/) ^y] — 2 — U > 

(1 0 Omg) £ H;UX> (5ml), hUxW5> (1ml) izMMLftfe. 
zst7 UU*9>\zmtt\s1t h U*^y> (104mg) §MT'J777^^$ 

tfuv*> (4om) ^n*., jraj»iaflitS2i^wufc. K^ssetfiafp^BfeTK*^ 

h U tfATKJgffc (1ml), ^DO^M (2ml) £ in x. < V ^±(3f*^L, 
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mm(D4k&!&!}& 1 2 6mg, i«8 8 %T?#7c„ 

'H-NMR (CDC li, 4 0 0MHz) : 54. 07 (s, 3H) , 4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 
(d, J=4. 1Hz, 1H) 
Wmftffim (FD-MS, m/z) : 44 8 (MO 
mmM4 : N-7UJI/-N' - {4- [(6, 7 U ;W) ?f 

^->] - 2 -t7;i^p:7j:-;h ^1/7 

4- [(6, 7-v^< h + y-4- + yj^) - 2 - 7)U*n7=. U > 

(1 0 Omg) £h;PX> (5ml), hUx^75> (1ml) \zmMlstz'&, 
^^DD^^>MUc h U3j?^y> (10 4mg) Sin*., JD3!*j1«E&5» 
IB! Lit. ^II7'J^7 5> (2 2mg) £#07LT, * £ tJPJ»Jtfl£«r 4 ftffl Lfc 0 
K^tCfiSSJ^K**^- h U (lml), p^l/A (2ml) £Jq 

iMV^±t:§^L> ^nn^ATittlLfco «JBETiSIS£e£LTf*5ft 
fcSISS, ^□□^;i/A/7iz h> (2/1) Tlflt§->'J*y;i/^ D7 h^* 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : 5 3. 91-3. 96 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1 H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

mmttffim (FD-MS, m/z) : 3 9 7 (MO 
mtHM 5 : N- ( 4 -f (6, 7 -is* V*is- 4 ^-^->1- 2 -7 

)VJru7 x.-)l} — N ' -7n¥)l7 U7 

4-[ (6, 7-y^h + y-4- + ;UJW ^"4 1 >']— 2 — 7MD7- 'J > 
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(1 0 Omg) £h;Px> (1 0ml), MJx^;U7-5> (2ml) 

5?&nn*?>lzmmis1tbV*7>2'> (104mg) $MT5^»i 
mmVfzo ^C7'Dt:Jl/7S> (2 9mg) ZtiUTL, 4 0»MLfc, K 

^PD*M/^^y-^ (10/1) TJRWrsWJi^U^y^^DT 
^-(cJ^MggU gi©fb^$8 9mg, iR2p7 156T»fc. 
'H-NMR (CDC 1,, 4 0 0MHz): 3 0. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s. 3H), 4. 06 (s, 3H), 5. 11 (t. J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H). 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5. 6Hz, 1 H) 
KS##tM (FD-MS, m/z) : 3 9 9 (M 4 ) 

mffiM6 : N — { 4 — [ ( 6 , 7-y^h^y-4-^yj^) ^->] -2-7 

MQ7ii;H — N ' - (4-7;U^-a^;U) ^7U7 

4- [(6, 7 H + ->-4- + / >j;U) tt->] - 2-7MD7^'J> 

(lOOmg) Sh;H> (6ml), h'JiWS> (1. 0ml) 

#L&&, y^nn/^Xl. 0ml) £Jg»L£ h U i£7.Y> (1 0 4mg) 

ZDQ^T 5 #RiJM«8ft Lfc. #13 

4-7MnW75>MI (5 5mg) £#n*_T, £ £ (C 2 nfHM£A® 

^nn^WJt h> (2/1) T«nyU^WP7h7' 
»I^M8 0mg, iK$5 5%Wc, 
'H-NMR (CDC 1 3, 4 0 0MHz): H. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s. 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5 . 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
(FD-MS, m/z) : 43 1 (M*) 

mmmi n- {4- [(6, h=^>-4-^/ u;i/) -2-7 

Mn7xzjH — N ' - (2-ynfcf-;P) frl^T 

4- [(6, 7-x/h + y-4- + y>JJW 2f-^>] - 2 - 7;M*EI7-U > 
(1 50mg) £ £r □ □ tfdPA (10ml), MJ X^;i/T ^ > (2ml) IZl&ffi 
L/> ^^Dn^^>}:iiLf;hiJ*7y> (15 6mg) &toz.T 1 0 #IWJn 
»a»ELfc. ^l:^D/U^l/75> (5 3mg) £Jn*.T, $ £ (C 3 0 ftfSltia 
JI&JBSfELfc. KJtSSactfiSSlftBfe**^- h U r >A7K?§^^^^> i'DD^ATtt 

*7UWfc)\,2±/T*.V> (2/1) TlPiny'J*^^D 
■7^77^-l:,t»3«fil/, ai©ft^«l*16 4mg, i»8 7%Tt#7Co 
'H-NMR (DMSO-di, 4 0 0 MH z) (52. 49-2. 51 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s. 1H), 7. 49 (s, 1 H), 8. 16-8. 
20 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

nmW8 : N — (4- [(6, 7 h=fr->- 4 -^7 UjlO -2 --7 

-N' -if;^!/? 
4 - [(6. 7 h^>-4- + / U;U) sf*^] - 2-7MD7-U > 

(lOOmg) ^hJH> (8ml), h l JlW5> (1. 0 m 1 ) KflnS&iS 
flPLfctg, h;i/X> (1. Oml) hU3fc^y> (4 7mg) 

T5#MaD«iii8fELjfc. ^t:Mx^7 5> (6 0mg) ££P;tT> 

T»f>tlfcJS**, ^DPzfcJUA/T-fe h> (2/1) tllTSy'J^yj^ 
'H-NMR (CDC lj, 4 0 OMHz) : 51. 2 1 ( t, J = 7. 3Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
K*##fffi (E S I -MS, m/z) : 3 8 6 (M'+ 1) 

^»J9 : - {4- [(6, 7 -y/ UJl/) ^ 

4- [(6, 7-y^h^y-4-^y'JJI/) -2-7MD7-'J> 
(lOOmg) $hJH> (8ml), h'Jx^75> (1. 0 m 1 ) {zJnM?§ 
MlsfzW:. h)VJL> (1. Oml) (MlfchU^yy (4 7mg) ^jfjDA 
T5^KM31»ftLfco ^l:7^7 5> (80mg) ^in^.T> Z^lzsmm 

£>n7cg|££:, ^nn*;i/A/r-fc: h> (2/1) x U t)>f)V2 D7 

tc«k OiiL, SI©fb^#l$l 1 7mg, iK^8 1 %Tt#7 u c 0 
'H-NMR (CDCh,4 0 0MHz): 50. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. 0Hz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H), 8. 
30 (t, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
SiMI (ES I-MS, m/z): 4 14 (M'+l) 

^fttllffJlO.-N- (sec-"7^;i/) -N' - {4~r(6, 7->^h^->-4- 
t/'JJl/) ^-^'>1- 2 -7Jl/tQ7x^} ^7U7 

4-[ (6, 7-y7h + y-4- + /U;|/) ^y]-2-7MD7^'J> 
(lOOmg), ?:7DD yfcJlA (5ml), hUl^l/7 5> (1ml) 
L7cf£, yi7nn^^X;il^Lfch'J*7y> (I04mg) $MT5^FI 
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Mt&MffiLlto *i:sec -^7$ > (4 8 m 1 ) 1 0 WSHaf&M 

17mg, M8 9 %7rf#£:. 

'H-NMR (CDC 1,, 4 0 0MHz): 50. 95 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, 3 = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 
M&ftffim (E S I —MS, m/z):414 (M'+ 1 ) 

mmmi 1 n- u-r (6, 7 -v* h^y-4-^yu^) 

7MD7xZJ|/} -N' -i'V7T;^U7 

4-[ (6, 7-y/h^>-4-^;U;W t+y]-2-7^D7-'J> 
( 1 0 Omg) ^^nD^A (5ml), h ijxf^75> (1ml) \z&mis 
fzm, i??nn*?>\z®MLfc h U*7,y> (I04mg) ZtiarLT Sftffitia 

mwffiLfco y7'W5> (50m i) £*o*., i o^rasns»asiEUfc. 

KJ^at*^ nm^A/m h> (4/1) TJRBHTa >"J dt h ^ 

'H-NMR (CDCl 3 ,400 MHz):<50. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m. 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 

nmttffim (esi-ms, m/z ) .• 4 1 4 cm*+ 1 ) 

mifoM 1 2 : N- (4-f (6, 7 - hlrzs- 4 -*rJ U J 10 :fr^->l- 2 - 

^;p^-d7ji-;u} — n ' - (i, 2 -vjs±y\^Tu \Z)V) ^vy 
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4-[ (6, 7-y7h^y-4- + /iJj|/) t+^]-2-7MD7-U> 
OOOmg), £^nn7ft;!/A (5ml), h'JX?;i/7S> (1ml) \zmM 
Lfz'&. ^nn^^>|;^bfc|sij^y> (47mg) 3 0 #0! 

ifit«ifc. 2-v^5 L ;pyptr;i/T5> (55m i) zmx, 1 

Tirh> (2/1) TJRHJ-r*^U*y;P^PTh^77w-fc«k0flf«L, * 
iOfll^«*8 9mg, iRf 6 5%Tf#fc. 

'H-NMR (CDC 1 3, 4 0 0MHz): 5 0. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 

nmftmm (esi-ms, m/z) 4 2 8 (m i + d 

gjggq 13 :N- {2-^DD-4- [(6, y ij 

^j>3 7x_JM — N ' -7'd bf;^fr 1/7 

2-^7nD-4-[(6, 7-y^h + y-4- + ;iJjl')t+y]7-'J>(l 
0 Omg) £?nnft)lA (7. 5ml), h Ux^7S > (1ml) tC^fL 
7cft> ^DO*M(:i|gLfchij^y> (9 9mg) £Jn*.T, 2jn8*ig88t£ 
5#fS1Lit. ^{Cn--/nhf;U7 5> (2 1mg) £Jn;lT, $ €> fdJO^ilSK* 

'H-NMR (CDC 1 3, 4 0 0 MHz): .6 0. 99 (t, J = 7. 3Hz, 3 
H),l. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5 . 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8.5 0 (d,J = 5. 1Hz, 1 H) 

(FD-MS, m/z) : 415, 4 17 (MO 
MMM 14 : N- {2-^DP-4-r (6, / 'J;[/) 

t^yl7x-JM -N' - (4-7;i/^-n- 2 ^7 1/7 

2-^DP-4-[(6, 7-y^h + y-4- + /ij;W ^^>-]T-'J> (1 
2 2mg), ^^OD^A (10ml), h'JX^75> (1ml) \zmffiL 
fcm, y^DD^^X^iLfch'J^^r^ (llOmg) £ fin AT 3 0#|BJ 

MTlt^Lfe. ^i:4 -7;l-^-d- 2 -^^;i/7- u > (1 2 6 # 1 ) ^twx, 
n£$i£^ ^□□^;i/A/Tii k> (2/1) r-mm-rz>->vijf)i? d? k 

^:7^-{Cj;D¥if®iU mmcDik&V!)* 1 4 2mg, W7 9%Tt#£ 0 
'H-NMR (CDC I3, 4 0 0MHz) : <5 2. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H), 
7. 19 (d, J=2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9 . 0Hz, 1 H), 8. 50 (d, J = 
5. 4H z , 1 H) 

mmfrffim (E SI-MS, m/z) :4 8 2, 4 8 4 (M'+ 1 ) 
jlil 5 : N- ( 5 6 2 - \L U >>'JU) -N' - {2-^7 

□ P-4-f (6, 7-y^h^y-4-^y'J^) t^y]7xZJM frU7 

2 _/7pd-4 -[ (6, 7->?p< h + y-4- + y'JJW t*y]7^ij> (1 
22mg), S^PD^M (10ml), HJx^;P7S> (1ml) (CfgfifL 
uuy^y\zmm^tc b U*7;y> (llOmg) ^:JtJDX.T 3 0 ftf£\ 
■£U-?mWVtz.o ^(c6-75y-3-yn^-2-^^;Hf U^> (2 0 8m 

g) ztinx, imm^-cmwLfza j^mmz*? j-^^x, mi±Tmm& 

SSLTf b^dl^^:, ^□n^;UA/7-feh> (2/1) TMF^T^^U* 
yi^DT h^7 7^-{cd:0fil®!L, SI«ft§15 5mg, » 7 7 % 



WO 00/43366 



PCT/JP00/00255 



- 57 - 

'H-NMR (CDC 1 4 0 0MHz) : 5 2. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d. J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
nmftVrM (ES I -MS, m/z) : 5 4 3, 545, 547 (M'+ 1) 
mmmi 6 : n- {2-^np-4-r (6, 7 -V* h^->-4-^y u;u) 
t^->17iz;H — N ' - (5 -/?□□- 2 -fcf'J>W frlxT 

2-^nn-4-[(6, 7->>* h + y-4- + ;UJW t+y]7^U> (1 
22rag), ^^np^;PA (10ml), MJX^;P7 5> (1ml) icjgfljSL 
&», y^DD^^>l«UchU^y> (HOmg) fciPAT 3 0 #IH 
^tC2-y5y-5-^aatf»J> ? > (143mg) Sin*., 

ttfcg|£&, ^nD*M/7t h> (2/1) T?JRWr*^U*y;i/^n*7H 

mmoit&WZ l 4 8mg, W8 2%Tf#fc 0 
'H-NMR (CDC1 3, 400 MHz): 54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J=2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s , 1 H), 12. 11 (b r s , 1 H) 

K*#*fte (E S I -MS, m/z) 485, 487, 489: (M'+ 1) 

mmm 1 i .- n- (5 - -?u^- 2 - eu 2^ - N'-{2-^aa-4-r(6, 

2-/7p n -4-[(6, 7-y/h + y-4- + / l J;W Hr^ri^\7ZL^> (1 
22mg), ^yDD^A (10ml). HJX3\>l/7^> (1ml) (CigflPL 
fcm, i?#nn*?>lzmmisftbVft7>y> (HOmg) £j&n*.T3 0#fia 
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MWVmWLfzo ^{C2-75y-5-7*o^l:iJy> (19 2mg) 
tifcmz*. ^nD*M/7th> (2/1) •vmmTZ>z/0%y)U?a-?b 

'H-NMR (CDC 1 j, 4 0 0MHz-) : 54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s , 1 H) 

nmfttifm (E S I -MS, m/z) : 5 2 9, 5 3 1, 5 3 3 (M'+l) 
jlMfj) 18 :N- {2-^DD-4-r(6, 7 -y7 - UJ|/) 

3L-JI} — N ' - (2-/h^y7x-Jl^) VU7 

2-/7p 0 -4-[(6, 7--^^ N4^>-4 -^y u;io ^-^x]y-u> (l 
OOmg) ^r^nn^;i/A (10ml) fc?£$?U 2-^ h^y7izHVx 
7i~— b (54mg) &MT6 0TCT-iWLL TOC^^y-J^JlP 
X., MffiT^£@£LTt#bn£8|££, ^ DO*;l/A/7-fc; h> (6/4) 

xmffl-tz>~> , )£i'f)i?n-?b?7yj—iz<kK)mmL. mm<Dit-£y>)%: i 1 1 

mg, JR$S7 7 %umfz a 

'H-NMR (CDC 1 4 0 OMHz) : 6 3. 85 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5 . 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 

(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

Ki^fiM ( E S I -MS, m/ z):480, 482 (M'+l) 
fefrSffil 1 9 : N- (2-^an-4-r(6, 7-y7hty-4-^;U^) 
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2-/70P-4-[ (6, h*i/~ 4 -^7 t+x]7zij> (1 

2 2mg) £^ nD^;PA (1 0ml) (Cfg^lU _o - h;H* ;L^f Vv7t- h 
(5 9mg) ^in^T^T-^m^LfCo ^ J -;PSJ0A, Mi£T 

-^;i/^llOA/zo fifffiLfc^^^^JRL, Wtm<Dik^%%: 5 9mg, ^34% 

'H-NMR (CDC1,, 400MHz): 52. 38 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5 . 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H). 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
nmftffim (ESI-MS, m/z) : 4 6 4, 4 6 6 (M'+ 1) 
mmm2 0 : N- {2-^DP-4-r (6, 7-y^hty-4-^yj^) 
^-^^1-7x-;i/} -1ST - (5-*^)l<-2-h:>)i?)l) 

2-?uu-4-[ (6, 7->** H^v-4- + y U;W ^->]T-'J> (1 
22mg), £-^nntfUUA (10ml), h U lfJl/75 > (1ml) f3^?L 
Tcm. ?J?uu*$y\zmm\stchi)fr7,¥> (llOmg) &1m?tT 3 Oftffl 
&fc-em#L1t. &tC2-7==/-5-krnU> (12 0mg) £JD*., 

^oo^w7th> (2/i) umm-tz>>'V£iy)i<s7n-? htf^y 

^f-CiDffiL, »ft^H9mg, «6 9%Tl#7t„ 
'H-NMR (CDC 1 3 , 400 MHz) : 6 2. 31 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J = 2 . 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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Kft##fffi (E S I -MS, m/z) : 4 6 5, 4 6 7 (M'+ 1) 
mffiWg i .- N- (2-^np-4-r (6, 7->7 h^>-4-=fry UAO 
t»->i7x-M -n' - (6 -y^- 2 - h°u 22k) g_LZ 

2 -/7oo-4-[ (6, 7-y7h + y-4-^yiJJW t+y]J-'J> (1 
22mg), £^nn*;i/A (10ml), h'Jx^7$> (1ml) dfgflfb 
fcf^ ^^nD^^Xi^Lfc h U*7;y> (HOrag) £tlD7LT 3 0 #f!S 
£i&T«#Lfc. ^('6-T5/-2-tfnU> (12 0mg) £Jn^ 2 S$n 

^□□^;i/A/7-ti h> (2/D Tjg^-r^^'j^y;p^nv h^77 

'H — NMR (CDC 1 3 , 40 OMHz) : 6 2. 5 7 (s, 3H), 4. 0 6 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 ( d , J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. OHz, 1H), 12. 45 (s, 1 H) 
WmWftm (E S I -MS, m/z ) : 4 6 5 , 4 6 7 (M'+ 1 ) 

mmM2 2 : N — {2-?DD-4- [(6, 7 - 2Ji L±>m 4 -=¥/ U )V) * 
— N ' - (4-^h^y7xrj|/) frl^Tjg^ 
2 - ^DD-4- [(6, y-y^hty^-^yjJW^T-'JXl 
OOmg) £^OD*;PA (4ml) ^fllLfct^ 4-/h + y7iZMV 
^7t-h (60/i 1) ^OTLT^iST— mKJfcLfz, Ml£T?&S£@£U f# 

mLtztfcm&mzmmL. n-2-^po-4-[(6, 7 -^y h^x- 4 

7 U;W ^~>] -7o:-;i,-N' - (4-y h + y7xZ)l/) ^l/T^ 9 Omg, 

'H — NMR (DMSO-di, 4 0 OMHz) : 6 3. 7 3 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H). 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d. J = 2. 7Hz, 1 H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s, 1 H) 

jyjfjjg 3 : N- {2 - ^na-4-r (6, 7-y/h^y-4-^/iJ^) 

^-^->i^j:-;u} -n* - frUT 

2 _/7oo-4-[(6, 7-y^h*y-4- + ;U;W *ki']T-V> (1 
22mg) ^r^Dnzt^jl/A (10ml) (C^^L. 1 - t7f M VyJt- h 
(7 5mg) SjDATlI1f-«i««il/fc. KJfcifcfc:.* ^ 7 -JU&MpL, MfcT 

'H-NMR (CDC 1 3> 4 0 0 MH z ) : <5 4. 0 3 (s, 3H), 4. 0 4 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m. 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1 H z , 1 H) 

ft *##HSS ( E S I - M S , m/ z): 5 0 0, 502 (M'+l) 
ggMiffiJ2 4 : N- (2, 4->?7;i/ta7xZ;l/) -N' - (4 - [(6, 7-V 

^hty-4-^yjjp) -2, 3_^£2L22kZ^ikl 

4- [(6, 7-y7h + y-4- + ;iJJW **>-]-2, 3-^W= 
»J> (7 10mg) ^:^OD^;i/A (7ml) KJgA?L&&, 2, 4-> ? y';i/^- 
□ 7x-)KVy7t-h (310tf 1) *iH^.TiD«ia«E& 1 I^WLfc. ^£ 

iz&mo^-Tfr&mz.. tiTmi>rztJt:m&M%mmis* &m<D<k&yo&7 3 5m 

g, »7 0 %T'#7Cc 
'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 14 (s, 3H), 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 

IIMM (FAB-MS, m/z): 4 8 0 (M'+l) 
mMM2 5 : N — {4-r (6, 7 -V* b*zs- 4 'J )V) ^-^^1-2. 

3 -jy^^Jly x.-)i} — n ' - (4-7;i/tD-2-/^;i/7x-;i/) frt^y 

4-[ (6, 7-y7h + y-4- + /'JJW ^y]-2, 3-P*^JU7~ 
U> (1 2 Omg) £^DO*;i^ (1 0ml), MJX5MU7 5> (1ml) fC 
S>^nnp<^>{c^Lfc h UzN7>y> (1 1 Omg) ££n*.T 3 
0#Rflgi&Ti£#L£:. ^C4-7Md-2-^^7-U> (12 6/zl) 

LTt#<=>nfc8e££, 7DD*M/^^;-j[, (9 1/9) THAT'S. / U 77 
Wo7h^7 7^-l;J;OiiL 1 «H©^«Si6 0mg, i«9l% 

'H-NMR (CDC 1 j, 400 MH z ) : <5 2 . 12 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1H), 7. 4 6 - 7. 5 5 (m. 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

R»#tffffi (ES I -MS, m/z) : 4 7 6 (M' + 1) 
mMM2 6 : N — {4-f (6, h^y-4-^7UJl/) ^/l~2, 

3-y^^7x'jH — N ' - (3-7JI/tD-2-/h^y7x-j|/) V 

z 

4-[ (6, 7-y7h + y-4- + yiJJW ^y]-2, 
U> (12 0mg) S^dd *;i/A (10ml), MJ X^;PT 5 > (1ml) \z 
y^PD^^Xc^ibfchU^T-^ (11 Omg) £jjnAT3 
0^«Tt#L^ o ^C3-7J^O-_o-7Zyy> ( 1 3 2 // 1 ) 

&£>nfcf%£&* 2 UU-fc)ll±/ J -)l (91/9) TliT5y'J*yjl/ 
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'H-NMR (CDC 1 5, 400 MH z ) : 6 2. 1 5 (s. 3H), 2. 3 2 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8 . 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 

nmfttitm (es i-ms, m/z) 4 9 2 cm*+ d 

7 : N-(5-yp^-6-^^^-2-bf'J^;U)-N'-{4-r(6, 
7-y7h^y-4-^;'J^) ^vl-2, 3 - v^^:/ x VUT 
4-[ (6, 7-y7h + y-4- + /iJJW t+y]-2, 3-i?*^)UT- 
U> (1 2 Omg) £^no^;UA (1 Om 1), h'jx^75> (1ml) (C 
^Lfe^, y^oo/^>l:^UfchU^y> (11 Omg) £3jDx.T3 
0;frfl^^T»Lfco 6 -75 7 - 3 -yaqe- 2 -*3\>Hf U >>> (2 
0 8mg) ZtiQTL, 2B*IWM*T?iI#L7fc. ^«(cy^y-;p^io^, MEET 

»«$SiLT#6nftass, ^DD^A/y^/-^ 01/9) tjubb 
nyu*y;^D7hiT77^H:«i:o»8L 1 mmtDik-s®)* 1 0 3m g , 

W 5 2 

'H-NMR (CDC U 4 0 0MHz) : 5 2. 16 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J = 8. 8Hz, 1H), 7. 
04 (d, J=8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

K*#4fHi (E S I-MS, m/z) : 5 3 7, 5 3 9 (M'+ 1 ) 
gjggjj 28 : N - (5-^aa-2-hfU 22k> ~ N ' - {4 - [(6, 7 - 
h^y-4-t;'J^) ±±>j -2, 3-y/f;i/7x-^} £JkZ 

4- [(6, 7-y7h + y-4- + yiJJW ^-^i>]-2, 3-^5^7^ 
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U> (3. OOg) S^DD^M (1 5 0ml), h'Jxf^75> (6ml) 
y^DO^^>l:^UchU^y> (2. 7 4 g) £iD7LT 
iK30^TOtfc. *l;2-7$y-5-^ODtfiJy> (2. 38g) 
SrJD^T, £S£MT2l$IHJflt#Lfc. EfcttfciSf&ftHI**^ U * A*K» 
^SJPtL, A TfflfcBU ^OD^^AS^iEjJcM^-hU^AT^ 

Lfeo «JET*«E*e*l/T#€»tl^a$*» ^ UU-fc)Vt±/*$ S— )V (2 0 
/l) tlits y U D7 h 7 - l: J: OffI L, &m<Dfc&®& 

3. 4g, «7 7 %Tf#fc 0 

"H-NMR (CDC 1 3 , 4 0 0 MHz): 32. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 6 2 - 7. 6 8 (m, 2H), 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1 H) 

KMfttitm ( E S I —MS, m/z) : 4 7 9, 4 8 1 (M*+ 1) 
mmm2 9 : N— (5 -yp^E- 2 =L e_Ui£AQ — N ' - {4-f (6, 7 - 

4-[ (6, 7-y7h + y-4- + yUJW t+y]-2, 3-y7W^ 
U > ( 1 2 Omg) ^^dp*M (10ml). h Ul^7=> (1ml) (C 
WuuM?y\zmmVtz h UzN^y> (llOmg) ££n7LT3 
0#IHJ£JBT8R#Ljfc. ^^2-T5y-5-yn^tf'J^> (l9 2mg) & 

Tt#£n£3l££, ^OD^A/^^y-;!, (91/9) T-mfflTZ 1/ U #<ir 
MD7hif77^-l:«k0»|||Lfc, ^Sa^y-^^g 
COX— ^;PT^Ii£ffitti£i*-a8#U ^m(Ditt!^}^ 8 Omg, lK^4 1 

fee 

'H-NMR (CDC 1 3 , 40 0 MHz) : 5 2. 16 (s , 3H), 2. 3 8 (s , 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 

8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 

7 (m, 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 

4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 

11. 17 (b r s , 1 H) 

nmfttifM. (E S I -MS, m/z) : 5 2 3, 5 2 5 (M'+ 1) 
mmW<\3 0 : N — { 4 — f ( 6 , 7 t^>- 4 -^y g ; p) ^^-2, 

3-y^^7xrjl/) — N ' - (2-^h^y7x-J^) frl^T 

4-[ (6, 7-y7h + y-4- + 7'JJ» t*y]-2, 3-^*^7- 
U> (120mg) ^r^np^;i/A (10ml) K&gffilU 2-^h + ->7i- 
MVyJt-h (60m 1) SrSnAT^jfiT-Bft*^L7t. ^^(Z^^y- 

mg, iR^ 7 5 

'H-NMR (CDC 1,, 4 0 0MHz) : <5 2. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

nmftffim (esi-ms, m/ Z ) 4 1 4 (m*+ d 

glMff]3 1 : N — { 4 — r ( 6 , 7->?j* h^-4-4VU;i/) ^->l-2, 
3-y7^7xZjM — N ' - (2-^fJ[/7iZ;|/) frl^T 

4-[ (6, 7-y^h + y-4- + yj;W t+y]-2, 3-^W- 
•J > (12 Omg) £^OD*JPA (10ml) K»flPU o_- HM'JH' V~> 
T-T-Y (5 5m 1) £iraATMT— SMil^ * 7 -)\>1t1$\7L. 

aox-^Hfefln^fc. #rtiJL-£:*Sifl£ffltfRU SiOft^^l 3 0mg, iR 
$70 %Tt#^Co 
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'H-NMR (CDCl 3) 400MHz):<52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s. 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d. J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

Wmftffim (E S I -MS, m/z) : 4 5 8 (M*+ 1) 
$mM3 2 : N- (4-^nn-2-^^7xZJM — N ' - {4~r (6. 
7->**h^>-4-^/U;U) :t^>1-2, 3-^fJ|/7xz;H frU7 
4-[ (6, 7-y^h + y-4- + yjjW t+y]-2, 3-y^fjl/7Z 
U > ( 1 2 Omg) &f nn^JlA (10ml), h ij!W5> (1ml) 

¥?na*?>iz®mLfzbV-fcX¥> (liomg) $MT3 
0#|HJ£iIT«#Lfc. ^l:4-^DD-2-^^7zU> ( 1 3 0 u 1 ) £ 

T#Sftfc38;*&, ^nn*W^^;-;i/ (91/9) TSWts^'Jjtjy 
;i/^D7^77^-i:J:i9*fiL, »|^t$13 6mg, 4X337 5%T 
f#7cc 

'H-NMR (CDC 1 3, 400 MHz): 52. 1 4 (s, 3H), 2. 1 8 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

WMftffiM (E S I -MS, m/z ) : 4 9 2 , 4 9 4 (M' + 1 ) 
mmM3 3 : N— (4-r (6, 7-y^hty-4-^/'J^) ^vp - 2, 
3 -jy^^Jly — N ' - (2-¥Vi?)l>) ^VT 

4-[ (6, h + 5>-4-^yj;i/) 2, 3-~J^^-)l7~ 

U>(120mg)£^DD (10ml), h U X^;i/T 5 > (1ml) {C 

?g£?L7c^ y^DD/^>Cit)|LfchU*7x^> (11 Omg) ^SO^lT 3 
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O^KSI^Lfc. *C2-7$/lfUy> (104mg) £iDA, -BfeJn 

^DDMA/^^y-Ji' (9 1/9) TIPit5y'J*WD7h^77^ 
-CiOiib, mmO{\L^m^i 7 2mg, i«4 4%Tf#7c < , 
'H-NMR (CDC 1 3 , 4 0 0MHz); 5 2. 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r, 1H) 

fiMI (ESI-MS, ra/z):44 5 (NT+1) 
H»H3 4 : N — { 4 — f ( 6 , 7 -V* h^>- 4 -^7 UjlO Or*^- 2, 
3-y7^7x-JH — N ' - (5-^^-2-if'Jy;|/) frlxT 

4-[ (6, 7-y7h + y-4- + yUJW ^y]-2, 3-v^5^;UT- 
U> (1 2 Omg) £^dd*;1,A (10ml), hUxfJl/J^y (1ml) 
fg^L-Tcit, iSZau^fyizmMLfzhiJfrXtfy (llOmg) ZMpit: 3 
0#f«Ugi&T?J£#Lfc. *:2-75;-5-e3U> (120mg) £}JD;L> 

n7cSI£&, ^/DDMA/^^y-^ (9 1/9) Tr^PIT^ -> U 7jy;W^ □ 
T b¥?7 4 -lZ<kOmmL, Si®f^ft^l2 2mg 1 i« 7 2 %T#7c 0 
'H-NMR (CDC1 3) 400 MHz): (52. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H), 9. 
2 3 ( s , 1 H), 11. 7 7 (b r , 1 H) 
mmfttirm (FD-MS, m/z):4 58 (M') 
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$mM3 5 : N— {4-r (6, 7 -V* h^rz/- 4 'J )V) Jr*z/}-2, 
3-y7^7xZj|/) — N ' — ( 6 - *?-)V- 2 - fcf 'J 2M 

4-[ (6, 7-^h^y-4- + yj;W t+y]-2, 3-y7W- 
U> (1 2 Omg) £^DD*;l^ (1 0ml), h'Jlf^7$> (1ml) £ 
y^nn^^>lliiSIUch'J*7y> (11 Omg) £SD;LT3 

o#iajgi&TJi#L£:. ^{i6-T5y-2-trnu> (nomg) ££n*_, 
zuu-fc^K/Y^yy (4 0/6 0) TJRBH*r«^u*y;w^o-7h 

^77^-l:«kD»fil. 3fl©ft^ft*6 4mg, *«3 8 %Tf#7Co 
'H-NMR (CDC 1 3, 4 0 0 MH z ) : (5 2. 16 (s , 3 H), 2. 4 4 ( s , 
3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 
82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 
79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 
HIMI (FD-MS, m/z) : 4 5 8 (MO 

glliffiJ3 6 : N- {4 - [(6, 7 ->?p< h^>- 4 U )l/) - 2, 

3-y7^7i-JV} -N' - (4-^h^y7x^) ^7l/7 

4- [(6, 7-y^h + y-4- + /ij;i/) *^>] - 2 , 3-y^W' 
U> (10 Omg) J^DP^M (4ml) 4-^h + y7i 

-MVyTt-h (60ii 1) SiPATMT— IfeKlSL/S:. MJ£~R£$;£g 

tJD*., WajLjfcfct»£©§iatiSU ^mvik^WZ 1 1 5mg, iR^7 8%Tf# 
fc. 

'H-NMR (CDCh.40 OMHz) : 52. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H), 4. 12 (s,3H). 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9 . OHz, 2H), 
6. 91 (d, J=8. 8Hz, 1H), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 

1H), 8. 2 0 - 8. 2 3 (m, 1 H) 
Si^tfl (E S I -MS, m/z) : 4 7 4 (M*+ 1) 

mffiM3 7 : N — (2, 4-y7MD7xZ^) — N ' - {4 - [(6, 7-5? 

^ b*~>~ 4-*/ U;i/) ^-^vl -2, 5 -i?*^)^? 3L-)l) *trUT 

4- [(6, 7-y/h + x-4- + ;'JJW ^~>] -2, 5-i?*^)\,7~ 

U> (2 0 0mg) £^7 A (15ml) \zmMht^ 2, 4-V7)l 

tD7iZMVy7t-h (8 8^1) &tiQx.Ttia1&Mffi& 1 l$|BJ Lfc. J*J5& 
f££, 7UD*M/7tf> (4/1) TJHWrSx'J*y;i/^D-7 
f —{::«£ 9 if*®! U »|fc^2 8 7mg < IR* 9 7 %T#7c 8 
'H-NMR (CDC 1 j, 4 0 OMHz) : <5 2. 17 (s, 3H), 2. 2 6 

(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

nmfttifm cfd-ms. m/z) 4 1 9 (mo 

H»j38:N- {4- [(6, 7 - y^ h^y-4-t / UJI/) :t^/l -2, 

4- [(6, 7-^h^>-4-*y"j;W -2, 5-y7W- 

U > ( 1 5 Omg) nn^jl/A ( 1 3 m 1 ), hUx^Jl/JSXl. 5ml) 
fc»#Ljfctfc, ^nn^AtlggUft h D*X^r> (15 1mg) £in*_T> 
;ta!&3g8ft£ 5 ftfflLfzo ^Cn-7"n lf;UT5 > (3 3mg) £JD;LT» ££(3 

^nn^jl/A/Tiz h> (4/1) Timy | J*Wl/^D7h^77^-l: 
J:9 3&$gU mmoit^yoZ l 7 8mg, *K>P9 5 %Tt#7c 0 
'H-NMR (CDC 1 j, 4 0 OMHz) : 50. 94 (t, J = 7. 3Hz, 3 
H) ,1. 5 1-1. 6 5 (m, 2H), 2. 15 (s, 3H), 2. 2 6 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
SiMI (FD-MS, m/z): 4 0 9 (MO 
^fiffiJ3 9 : N — (4-^DD-2 - *?-)l7 x. ~Jl) — N ' - {4 - f (6, 
7 h^v- 4 -^y u;i/) ^->i-2, 5-y^f;P7xrM frl^y 
4-[ (6, 7-y/h + y-4-^'J;W t+y]-2, 5-y^^7- 
U > ( 1 0 Omg) 5:i7no^M (10ml). h l JlW5> (1ml) (C 

mm^rcW:> ^zuu^zyizmmhtcw^xfy (9 2mg) £tjp*_T3o 

^fM*ST»L7Co #(C4 dp - 2 -7^;P7- U > (4 4 m 1 ) £#n7L, 

7c. #fffiL7t&Sil£yJ§IjxU 1 18mg, iR^7 8%Tf#£„ 

'H-NMR (CDC 1 3 , 4 0 0MHz) : <5 2. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1 H z , 1 H) 

WM^tJtffl (E S I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 
glMiffJ4 0 : N — {4-r (6, h ^ 4 - ^ / 'J ^-^->]-2, 

5-y^fJl/7xZJH — N ' - (4-7MD-2-/fjl/7xZj[/) ^j/J 

4-[ (6, 7-y^h*y-4- + ;'J;W t+yJ-2, 5-y^f^7r 
UXlOOmg) BDD frJUA (10ml), MJ X^;PT 5 > (1ml) (C 
mMLfcm, i?t7nn*?>lzmML£ibiJ*xy> (9 2mg) ££n;iT3 0 
^^Tit#L7c 0 *l:4-7MD-2-/^7-'J> (42// 1) £}JD 
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£#n*.7c„ tfffctiLfcMII^rMU 0 8mg, iR^74%Tf# 

'H-NMR (CDC 1 3, 4 0 0MHz): 52. 15 (s, 6H), 2. 30 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 
28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
K*##Hi (E S I -MS, m/z ) : 4 7 6 (M*+ 1 ) 
mffiM4 1 : N- {4-r (6, 7 ->>';* ±*>±zJL 
5-y/^7x-Jl/} — N ' - (3-7MD-2-^ K^y7x-JP) 
7 

4-[ (6, 7-^h + y-4- + yjJl/) t+y]-2, 5-y^f^ 
'J> (lOOmg) 5^DD (10ml), MJ JL^JUT 5 > (1ml) fd 

y^nn/^>l:^tf c h'J^y> (9 2mg) £#n*.T3 0 
#MML*t?flM£Uifc. ^C3-7MD-_o-7-yy> (4 4 m 1) £fln*., 

saT-«ift«iiit. Kj&m\zmmmwt7k&± h u v^mm*^*.? □ n*;y 

T*§£>nfcg|£2\ ^OD*M/7th> (2/1) ~> U 7J ¥)Vt> 

U -7 b^^y^-iZ^OmmL, mm<n\\L^m?t l 2 6mg, iK^8 3%Tf#7c 0 
'H-NMR (CDC 1 3 , 4 0 0MHz) : 6 2. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2 - 8. 0 4 (m, 
1H), 8. 4 8 (d, J = 5. 1Hz, 1 H) 

nmftm& (esi-ms, m/z) 4 9 2 (m*+ d 

»J4 2 : N- {4-r (6, 7 -y/ h^y- 4-^/ UJ^) ^'>l-2, 
5-y^fJP7x-^} — N ' - (2-^^7x3) U7 
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4-[ (6, 7-y/h + y-4- + /'JJ|/) t+y]-2, 5-i?*^)l7~ 
U > (10 Omg) $^dp*M (l 0ml) izfeMV* o_- hJKMVy 
T^— H (4 6 m 1 ) SiDATMT— IftJl^Lfc. KJfcifcfc* JoA, 
«JEET**fc£«£UT»Snfc38S£, ^DD^A/7t h> (2/1) 
ffl?Zi/V%*ll>?u^b?77j-\ l z£0ffiML,mm<Dik<&'®i&l l lmg, 
1R^7 9 %Tt#7c 0 

'H-NMR (CDC 1 1, 400 MH z) : fi 2. 12 (s, 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

(ES I -MS, m/z) : 4 5 8 (M'+ 1) 
gMMi 3 : N- {4-r (6, 7 -y^ h*is-4-*J Ujj/) ^^->1- 2, 
5-^fJI/7x-M — N ' - (2 b*i/7x.-)l) ryuy 

4-[ (6, 7-y/h^y-4-^yiJJW t+y]-2, S - S J*?-)V7 — 
U> (10 Omg) (10ml) t»»L, 2-^h + ->7iZ 

Mv->7t-h (49w i) *m&T—®Mwmmvtz. &mmz*? 

«JB=T»l£&e£UT1»e>nfc35££, ^nn*W7th> (2/ 
1) TW5y'J*7 ! J^D7h^77^-i:J;0iiL, ^J®tfMt;-&#j£j£ 

'H-NMR (CDC 1,, 4 0 0MHz): 52. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 
(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 
(m, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 
nmftVtm (E S I - M S , m/ z ) : 4 7 4 (M* + 1 ) 

4:N-(5--7'D^6-6 - - 2 - fcf U ~J)V) — N ' — { 4 — T ( 6 , 
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4-[ (6, 7-^^-4- + yij;w t^>]-2, 5-v^^;i/T- 
'JXlOOmg) l^nn MA (10ml), MJ X^T 5 > ( 1 m 1 ) \z 
mmvr^ik, y7Dn^^>[:i§fUchU^y> (92mg) ^MT3 0 
^Wil-Cft^Lfc. ^fC6-T5/-3-7*D ; E-2-/<^;Hf U^> (6 9 
mg) ZUUtl, Gfe«#l,;fc. S^tCfiafn^B6*^.± h U ^AzK^^r 

taA^nqtf;UATft&tiJU ^ n u ft j], AM b U DA«Lfc. MJE 

X-^;i/^in^7to flrffiLfcMil^lt^U »ft^8 0mg, «4 8 

'H-NMR (CDCl ;> 4 0 0MHz): 5 2. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1 H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
K«##fffi (ESI-MS, m/z): 5 3 7, 5 3 9 (M'+ 1 ) 

mmm 45 n - ( 2 , 6 - 2* b ± *> - 3 - g u 22k) - n ; - { 4 - r ( 6 . 

7-y/h^y-4-^yj^) ^-^5>1-2, 5-^/^1/7x^1/} 7lxT 
4-[ (6, 7-y7h + y-4- + /'J^) t^y]-2, 5-^f;|/7- 
U> (lOOmg) S^dd * Jl/A (10ml), h U x^UT 5 > (1ml) 
mMLfz'&, y^OD>^>[:^Lfch'J^y> (9 2mg) £UP;LT3 0 
#|HJ£i&TiR#U£. *(:3-75;-2, 6-^/ h^^t°'J> 5 > (7 Omg) 

JU^-hUPLtzo WttJLjfcilSS£»flfcL. ^iCDft^tt*l 2 4mg. «7 9%T 
'H-NMR (CDC I } , 40 0 MHz) : 5 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1 H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J=8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

Si^ffl (E S I —MS, m/z ) : 5 0 5 (M*+ 1 ) 
mmmj. 6 : N- {4- [(6, 7-^ r^>-4-^7 -2, 
5 -^^^7x-JH — N ' - (4-^h^y7x-Jl>) 

4- [(6, 7-y>h + y-4- + yj;|/) ^-^,>]_ 2 , 5 -c^^^- 
'J > (lOOmg) J^dd^M (4ml) fC^fl? L/cl£, 4-^h + y7x 
-MV^7t-h (6 0 u \) £lin*.T£ifiT?— 0fe£j£Lfc. »JBETiS«E£« 

#D7L> WfflLfe2tJRSrffi5iaiBL, Ilroj^i^l 1 Omg, 7 4%"et# 
Tic 

'H-NMR (CDC 1 3, 400 MHz) : 5 2. 0 7 (s, 3H), 2. 2 6 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. OHz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1 H), 7. 80 (s, 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
M^Uff (ESI-MS, m/z):4 7 4 (M'+l) 
mmM47 :N- (4- [(6, 7-y7h^y-4-t;'J^) -2 

4 - [(6, 7-^N^J/-4-*y t^]-2--hD7^UXl 
50mg) ^7nn*M (10ml), h'JxW5> (1. 5ml) fcili 
Lfzi&, 9nn7fr)\,&izmmis1th l )ft7>f> (14 4mg) &iu?LT, UaWkm 
8ft£5#fflL7fc. ^{3n-yntf;UT5> (3 1mg) £iJOAT, 
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Mis, &m<D<k&%l& 1 6 Omg, TO 8 6 %Tf#7c 0 

'H-NMR (CDC 1 3 , 400 MH z ) : 5 1. 01 (t, J = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7 - 3. 3 4 (m, 2H), 4. 
05 (s, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H)., 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4 - 9. 7 9 (br, 1 H) 
St*7>#rM (FD-MS, ra/z): 4 2 6 (M*) 
tMH 8 : N — (2, 4--/7MQ7X-J1/) — N ' - {4 - f(6, 1 - V 

* y*is- 4 u;i/) 7t*i/~\ - 2 -~hoy lyur 

4- [(6, 7-yyh + y-4- + ;ij;W >t^^1 -2--hD7-'J>(l 
0 Omg) ^^dd^M (10ml), hUX^JH^y (1ml) IZfeffiL tz 
fg, /7DP*Ml:H»Lfch'J*xy> (9 6mg) £2inAT, MMi5?t£ 5 
^IBJLfc. ^C2, 4-y7JW07-'J> (4 5mg) £2jn*.T, ^^(zSnf-ft 

*Jkk/7-feh> (3/1) Tliit5lIy'J*yM P-7 |>^77-<-l:«t 

'H-NMR (CDC lj, 40 0 MH z ) : 5 4. 0 5 (s, 3H), 4. 0 6 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1 H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 ( s , 1 H) 

SS^^fi (FD-MS, m/z):4 9 6 (M*) 
HMff'H 9 : N- { 3 , 5 -^^DD-4-r (6, 7 -zs* h^->- 4 

UjU) ^-^'>i7^-;u} — n ' - (2. 4 -s>'^;i/^-p^ ryuT 

3, 5-S>^nn-4-[ (6, 7-y^h + y-4- + ;UJW t+y]7- 
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U> (5 3mg) &?unft)\,& (5ml) fcfctfU 2, 4-y7MD7i 

LTf#e>n^s$$, ^□□^;PA/T-feh> (2/1) tjupb-t §->u*y;p 

^PTh^77^-i:J:Diil 1 mm(Dit^^5 6rag, JR* 7 4 %Tf#7c. 
'H-NMR (CDC 1 4 0 0MHz) : <5 4. 05 (s, 3H). 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 05 (s, 1H), 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d. 
J = 5. 4Hz, 1H) 

(FAB-MS, m/z): 5 2 0, 5 2 2, 5 2 4 (M*+ 1 ) 
g|MffJ5 0:N- (2, 4-^tD7i^) — N ' - (2-7)\,*u-4 

- {T6-^ - (2-^1/7^'J/Ih^y) -4-^y U2kl£±id 
7x~;i/) OUT 

N- (2, 4-i?7^tP7z-;W — N ' - {2-y)V^ru- 4 - [(7-fc 
HD + ->- 6 - ^ h + ^-4- + 7 7x-;H Dl/7(20mg), 

JfcSSfcU^A (7mg), 3^fb-^ h7-n-7*5 1 ^7> : E-'7A (2mg), N 

- C2-d7DPx^;w tj^u>Ml domg) sn, n-^^^;^;u 

atsk dmi) \zmmis7 ov^-ffiwtWLfc, K^mizmmmmymi- h 
y-;K3 o/i) TSHi-rsiias/u^y^PT h^77^-c«ko»»u 

'H-NMR (CDC 1 3 , 400 MHz): 52. 57 (t, J =4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5 . 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1 H), 8. 13-8. 17 (m, 1 
H), 8. 44 (d, J = 5. 1Hz, 1 H) 

mmms 1 .• n- (2-^pd-4 - {[6-^ - (2-wj/i 
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b±k) -4-*rJVM -t^i/} -N' - (2, 4-^7MD7 

X.-JU) OUT 

N- (2-^DD-4- [(7-kh'P + y-6-^ is- 4 -*J U Jl) * 
*is] 7x-;H -N' - (2, 4-z/7)l*U7 OUT (1 7 4mg) 

£N, N-y^^MMTSH (9ml) K:JgH5?Lfc&, m^TjU^A (6 4 
mg)« 3^<b^h^-n-y^;i/T> ; E- r 7A (14mg), N — (2-^no 
X^;U) ^WJ^iMfcitt (8 6mg) £Jn*fc. 7 0tTl 7Btr«i, £ 

-iz^ommis, mm<Dik£r!®}& 1 5mg, 11x^3 5 

'H-NMR (CDC 1 4 0 0 MH z ) : 6 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1H), 8. 28 (d, J = 9. 0Hz, 1H), 
8. 5 1 (d, J = 5. 1Hz, 1H) 

nmftffim ( E S I - M S , m/ z): 5 8 5, 587 (M* + 1 ) 
$£ffiM5 2 : N- (2, 4-y7MD7iZJl^) — N ' - (4 - {[6-^h^ 
is- 7- -2, 5 - v ;* 

n- (4- {[7- (^>>?;i^^» -6-^ h + ^-4-^py u;u] ^->) 

-2, 5-^^fJl/7i-JW -N' - (2, 4 -y7JL'tP7x-;i/) ^1^7 
(3 6 6mg) N-y^?MM75H (6ml) IdigapU TkStffc/l 

^v^A (3 6 6mg) Srfin*., 7X^H^T^T 1 fifcJt# L7c 0 MEET^^ 
£@5feL;7 DPTfc^A. **/-;Hc»#U t7<MSLL MEET 
&j»£g*UTW6nfcg|$ (213mg), m^TJU^A (10 9mg), 3^7 
h^-n-^^Jy^^^A (1 2mg), N — (2 - ^POlfW =E;i/ 
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*'J>&ag4£ (7 4mg) §N, N-y^^MATS H (5ml) IzmffiL 

L/TH^n&SSS. ^nn^M/^^;-^ (10/1) TM^-r-i>li® -> 
5 

'H-NMR (CDC U 4 0 0MHz) : <5 2. 17 (s , 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

^»J5 3 : N- (4 - {[6-^N^->-7 - (2 -WJ/lh^y) -4 
~^yU;U] -2, 5-y^^7xZ^) — N ' - (2-*h*->y 

N- (4- {[7- (^>^;i/^-^x) -6-* h + y-4- + y'JJ[,] 
-2, 5-y^^7x-JW — N ' - (2 h + y7i-JW ^1/7 (3 6 
3mg) N-y/?WA75H (6ml) KJgflPU fomWpW 

A (3 6 3mg) Sim*., *JR»iaTSITlftffi^Lfc. MJ£~R£$;£@£ 

SiUTientSS (1 9 lmg), mmtlWJ* (2 l 9mg). 3^{b7=-h 
7- n -7*^;i/T> ; E-^A (12mg), N — ^Jl/JfrU > 

(148mg) £N, N-y^fJ^M75 H (5ml) t:jg)|l70 

lienfc^^ £pp*;1/A/;**/— ;u (10/1) ■PSMtSili/'JA 
WOTh^77^-{: ( t0iIl, ilOM^lOlmg, IR^5 5% 
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'H-NMR (CDC 1,, 4 0 0MHz) : (5 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J =4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H). 6. 30 (d,J = 5. 
4Hz, 2H), 6. 86-6. 90 (m, 1H), 6. 96-7. 06 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

&t&M5 4 : N- (2-^DD-4- {f6-^h^'>-7 - (2-/h^yI 

h^x) - 4 - ^;'j;h^->} 7x~;i/) -n' - (2, 4->?7;^d7 

>?.S^;i/7Jl/**:> K (2m 1 ) izfrmik-j- b U^A (6 0w%, 1 5 3mg) 
SSPA, 6 orT 3 0 U 4-75y-3-^DD7x/-JH 
&4g (3 4 3mg) SimAMT 1 0$HK#Lfc. ^tCi/^^i/TJl^+v K (2 
ml) l:^lfc4-^Dn-6-/h + y-7- (2-^h + yIh + -» 
yj> (254mg) SriQA 1 1 CCT— SfeflMtLit. KJCJS^tK^UDtL^ □ □ 

*^AXTilh> (7/3) TS_HJ-r*^U*y;P^O-7 h^77^-l:«tOS 
SU 2-7DD-4- {[(6 N^>- 7 - + -4 

-^y'JJ^y} 7- 'J >^5£4fi!ciit§i^ 3 3 2 mg ^llfco 
^8 3mg^700*M (5ml) £igfi?U 2, 4-y7Jl/tD7iZjP 
-fV->7t-h (3 2m 1) £in*T— Bfcbn&igflftL 7c„ iETii^SSLT 
#£>nfcg|$£, ^nn*;PA/y-fe h> (2/D TSBH"TS^U*y;i/^n 
T h ^7^ -Ccfc Off 1L, i&mcDik'SM* 5 Omgttfcc 
'H-NMR (DMSO-d., 4 0 0 MH z ) 5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4 - 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mmM5 5 : N- (2 PP- 4 - (r 6 - * h*ris- 7 - (2-* htxX 
b±zy) -4-^;'JJ|/lt^y} 7iZJ|/) -N* - (2 h^->^ x~;i/) 
OUT 

v^^l/TJU**^ F (2ml) »C7K*fb^" h U (6 Owl 1 5 3mg) 

^mx. 6ot;T3 0MjtMsi:u 4-75y-3-^DD7i;-jm 

(3 4 3mg) &iP>L^jfiTl 0#JjK#Lfc. &£:x*^X;i/*^> K (2 
ml) fc*»Lfc4 -^PP- 6 h + 5>- 7 - ^ 
/U> (2 5 4mg) £;{JP*. 1 1 O^T— WsitJfcLfc. >^J«{Z7j<£JJP7L^ p p 

i^KtN'j^ATftjiifc. «ffiT««*e=sLT»e»nfcas&, ^dp 

^;i/A/Tirh> (7/3) "rJgH|-rs->U*y;P^P-7 h^77^-[IcfcO^ 
iU 2-^PP-4- {[(6 K=^>- 7 - + -4 

^•^8 3mg^^on*M (5ml) £»#U 2 h*'>7z-M V ~> 

t^-- h (35wi) *Kn7LT-mmwu\stco mmymm^m^xn^n 

^7 PP*;UA/T-k h> (2/1) Tlflt^y'J^yj^DY 

'H-NMR (DMSO-d«, 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m. 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2 H) 

gygflSJ 6 : N- (2, 4-s;7Ma7iz;|/) — N ' - (4 - {f 6 — ^ h 
*i/-7- (2-/h^->I^y) -4-t/'J^y} -2, 3-S>^ 
fJ|/7i-Jl/) ^1/7 
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N- (4- {[7- {1>*J)l**i/) -6-^h + y-4- + ;U;^y} 
-2, Z-i?*^)V73L-)l) — N ' - (2, 4-y7M07i^) ^1/7 
(2 1 3mg) SN, N->7fWJl/A7 5 K (5ml), h !Jxf^75> ( 1 

mi) ?m<\:/t^^^A (4 0mg) ymmm^T^un— 

EETmm^^^LXn^ntcm^ 184mg05^C9 Omg£N, N-S^^ 
^*^7S K (1. 5ml ) \zm&L. tZ\\Zi%MJj U A (3 2mg), 3^ 
ffcx h^-n -"7?-))/7> : E—Vl* (7mg), 2 -7*D ; EX5 1 JM5 : ^X-Til' 
(3 2mg) £j&D*., 7 0tT-»Lfc o JfcJ&ttfcfi&fBifcBMc*?- h U ^A 

/l) TJHBB-r*»»^U*y;^DTh^77^-t«kO««lL, mM<Dlk& 
ftSl 1 Omgtffc. 

■H-NMR (DMSO-d., 4 0 OMHz) : <5 1 . 9 7 (s , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22-7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1 H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 

57 :N- (4 - {\6-*h*i'-7 - -4 
-^yJWy} -2, 3-^^fJI/7iX^) -N' - (2-*h*is7 
xrjtQ OUT 

N- (4- {[7- {1>i?)V**ris) -6-/h + y-4- + /'j;l/]t4 1 y) 
-2, 3 -S^^^;U7x-;|/) — N ' - (2-^h^y7i-JW ^1/7 (16 
lmg) SrN, N-y/fMM7$ K (4ml), h Ux?^75> (1ml) 
\zmML, 7mit/^7i?0A (3 2mg) ^inA., 7K3!5»ffl^T^iiT— WfcttJ* 
Lfeo SfSSeSr-fe^'f MliiL£niD/ft;i/A/^/ — Jl/T^Lfc. «JETiS 
I^SSLTflbtlfci^ 2 2 3mg©^^©l 1 Omg^N, N - S^^l/jfc 
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M75 H (1. 5ml) £i§#U tZlzmMXVVA (2 3mg), B^it^r 
h 7 - n - 7*^)17 >^-*y A (5mg), 2 -7*Dtl^M^X-fJP (2 

3mg) zjjuz.. 7ot:T:-»Lfc„ Kmrnzmmmimi- h u ^ a?k^ 

*iU7Co MEET^£®£LTf#£>n7cBI££. ^nP^;i/A/T-fe h> (2/ 
£ 8 9mg||L 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 2. 0 0 (s , 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 
mMM5 8 : N — (2, 4-y7MD7xZJl/) — N ' - (4 - {[6 
~>-7- (2-^h^yXh^y-4-^;'J^] 7t*ri/} -2, 

N- (4 - {[ 7 - (^>vJl/^-^~» - 6-^h + y-4- + ;UJH t+y) 
-2, 5-y7f^7x-;i/) — N ' - (2, 4-y7MD7iZj0 -71/7 
(3 6 6mg) N-y^fWA7$F (6ml) IdigffiPU tKS6^/1 

7y7A (3 6 6mg) ^m*., 7X^#ffl^T^TT 1 fM#L7Co MJ±T?£S 
£@£L^ PP*;UA, *^/-;Hzjga?U t7^MlLfc. Jfcfc, MEET 
iti^SUTfl^nfci^ (2 13mg), U 7A (109mg), 3^7 

h7-n-7'f^7> : t-7A (1 2mg), 2-7P : EX?JM?JH-f 
;i/ (4 0 m 1 ) £N, N-y^^l/*M75 H (5ml) t:ig»L7 0T;T 1 
BM^Lfco MEETrS^^^SL, &t>tlfcm£lZ7k%:lJn?l? P P zK;UAT*fi£ii 
U ? □□7^;UASS:BgK± h >J 7A«Lfc, MEET7«£@£LTt#bn 
7cSI2£:> ^DD^A//^/-^ (10/1) TrM^-r§^S->'J t>¥)V2 
h^:7f -fC«fc9*f$S!U mmcDlt-SyoZ: 1 24rag, i» 7 3 %Tf#7c 0 
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'H-NMR (CDC1,, 400 MHz): 52. 17 (s, 3H), 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
«*##Tffi (ESI-MS, m/z): 5 2 4 (M*+ 1) 

mmms 9 .• n- (4 - {[6-^ t^>- 7 - (2-^^>ih^» - 4- 

n- (4- {[7- (^>s?;m-*~» -6-* h+y-4-+;u;n ;t*->} 

-2, 5-y7^7i-JP) -N' - (2-^h + y7x"jl/) ^U-Z (3 6 
3mg) £N, N-y7fJI/^A75 H (6ml) tcigtfgU ykmtn^'JV 
A (3 6 3mg) SrJnA, 7K*#ffltCT^T 1 L7c. »JET»Jfc£S* 

S5feLT?#Snfcg|£ (1 9 lmg). «S*'J^A (1 1 Orag). H^fl^h 
7-n-7*^7> : EZ^A (1 2mg), 2 -7*O^X^W^X-fJl' (8 
Omg) £N, N-y^fM;i/A7$H (5ml) L 7 0 °CT 1 

^DD^W/^y-;i/ (10/1) tSlt5iIy^WD7h 

mm(Dit^^ 1 2 8mg, i«7 6%Tf#7c. 
'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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mmfttiim (ESI-MS, m/z): 5 18 (M*+ 1) 

mmM6 0:N- (4- U7~ (^>V)V^^iy) - 6 - ^ h±ilZ 4 zl±Z 
VMttis} -2, 3 -z/^^lV? — N ' — (2 h^->7i-Jl/) 

4- {[7- K>y'M+y) -6-^ h4 : ->-4- + 7 UJ^t+y} -2, 
3-y7^7rU > (2 6 Omg) N-y/fj^M7 5 H (5ml) 

\zmMlsfc'&. 2-^^y7i-JKVy7t-h (116mg) ZMtlT^ 

gii/tt#enfcs$^, ^□□*;i//A/7-fe h> (2/i) TSM-r^ii^^ 

'Jijyj^DT h^^y^-fcd: DIS^L, mmcDik&WZ: 1 6 9mg, i|X^4 
7 %T#7c 0 

'H-NMR (DMSO-d s 40 0MHz) : <5 1. 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-, 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J=6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
4 8 ( s , 1 H), 8 . 5 8 ( s , 1 H) 

mmme 1 :n-{2-?dd-4-[(6, 7 - 4 -^vu =jv± 

j^vj — N ' - (2, 4-/7KD7i-JH ^1/7 

2 _/ 7DP _4_ [(6) 7 h + '>- 4 -^V'U 7H'J 

> (214mg) Sr^ncufcJUA (5ml) lc:JS#U&t£, 2, 4-y*7MO 
7i-MV*>7t-h (180/i 1) 0tiT4ll#|BJKJftLfc. 

g, «4 6 %Tt#fc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 3. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s.lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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MMfttirM (ES I -MS, m/z) : 4 8 7, 4 8 9 (M*+ 1) 

2 :N-{2-#DO-4-[(6, 7 h=j^>- 4 zJ*±2lli — M 

2-/7PP-4- [( 6> 7 h^^-4 -*±VV—)V) ;*-=*=•->] 7-iJ 
> (5. 13g) S^DD^A (10 0ml), h'JlWSy (5 0ml) 
^nn4s;i/A (3ml) N U > (4. 5 9 g) 

*2W*T3 0#|HJii#Ljfc. ^{Cn-7°Pt:;i/T5> (2. 7 4 g) £jjP;LT, 

S5K2i$lHHft#U£. S^ffltfcfiSfD^a67K*^-hU^A7K*«t ! &iinA, ^dd 

£B£l/TWSn£3£££, ^on^M//^;-^ (5 0/1) 
yU*yj^DTh^77^-(;J:0il!L 1 :SlI<D<ft;-&#f £ 4 . Ug, iRsp 
6 4 %Tt#7 t Co 

'H-NMR (DMSO-dt, 4 0 0MHz): 50. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 
Si^lft (E S I -MS, m/z) : 4 1 7 (M'+ 1 ) 

jygj|j6_3 : N- {4-f (6, h^y-4-^/'Jr.JP) ^^->iy 

x^JW — N* -XW^7 

4 - [(6, 7 h + y-4- + t>/'J^) t+y] 7-'J>(5 0mg) 

^^od^A (3ml), h'JifJl/7 5> (0. 2ml) IzmffiLfzW:, 

□ *;UAfcSSf»Lfc h 'J*xy>(5 Omg) *JOATaiT3 O^Kffi^Lfc. 

^iIX^7 5>MI (6 9mg) ££P;LT, $ 6 fc^ST— ffllSLW Lfz, R 

81 U SI©lb^$l Omg, IR$16%TIL 

'H-NMR (DMSO-d 6, 4 0 0 MH z ) : <5 1 . 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
MMfttifU (E S I -MS, m/z ) : 3 6 9 (M + + 1 ) 
^Mffl)6 4 : N- {4-r (6, 7-$?^ h^j/-4-^t7'J-^) -**ri/Y7 

-n' --7°ne;i^ix7 

4- [(6, 7-:x* h^y-4-^t7'JZjW T-U> (5 Omg) 

£^DD*;i,A (3ml), h'Jlf^75> (0. 2ml) 2 U 

nfrjlAlzmMLfz h 'J*xy> (5 Omg) SMTSfiT3 0 #mjfl|# Lfco 
*t:7o tf;i/T5 > (2U1) £;?jn*_T, ^(CiiST-ii^lfc, KJfcWi 
fey ? y -)V&M7L, ?un *;PA/y f? y —)\,-T*mWt SHPLCfeJ; OilL, 
mM<Dit&yo$: 3 Omg, «4 7%T#£„ 

'H-NMR (DMSO-ds, 4 0 0MHz) : 50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5 . 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8 . 5 3 ( s , 1 H) 

li^tfrffi ( E S I -MS, m/ z ) : 3 8 3 (M + + 1 ) 
gl$iff!|6 5 .• N-y^-N' - (4-r (6, 7 b*rz/-4 -^VU — 

;i/) yf*^]7x.-)l<} OUT 

4- [(6, 7-->*y h*^-4-^y*>J-;i/) t+y] 7-'JX5 0mg) 
£^nn^A (3ml), hUx^Jl/7 5> (0. 2ml) izmMlsfrm, ?u 
U*)lL.\zmffilsfc h U*7sy>(5 Omg) ^Sn^T^T3 O^M^L/cc 
^t^;UT5> (22m 1) ££Q^LT, $ b K^T-f!fcJ£# Lfc. EJfcifcK: 
y ^ y -;i/^ip^., ^ no*J^/^^ y -^TS^TSHPLCfCcJ: 0 iHL, 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

(ES I -MS, m/z) : 3 9 7 (M + + 1) 
^M^!l6 6 : N- {4-f (6, h^y-4-^^/'J^) ttisiy 

-N' -^>5 1 ;i^'j7UT 
4- [(6, 7-^y h^^-4-^^-V'U^) T-U> (5 Omg) 

£^7 A (3ml), h'Jx^7$> (0. 2ml) fcjgflPL&tg, £ □ 

□ ^PAfCigfcPLfc h U^7,y> (5 Omg) &JlOATMl?3 0 #HIHJ8#Li£:. 
^iC7$^75> (26/il) £}jn*.T, S5l:SIt-tt««iUfc. fcJfoWUZ 

»M^2 1mg, iK^3 0%Tf#fco 

'H-NMR (DMSO-de, 4 0 0 MHz): 6 0. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

M&tttifM. (E S I -M S , m/ z ) : 4 1 1 (M + + 1 ) 

7 : N- (sec- 73- M -N' - (4-f (6, 7 ->>'y h4-f>- 4 - 

4- [(6, 7->»* h*y-4-WJ-;i/) 7— U> (5 Omg) 

^r^nn^;PA (3ml), S'Jx^7 5> (0. 2ml) tc»*Lfe^ 
n^;PA(C^?Lfe h 'J*7^>(5 Omg) ^3)DATSfiT3 0#WflMfcL£. 
^^sec-y^;i/75 > (2 3 m 1) ^iO^T, S5l:iiaT-l!ft««il/fc. 

ffctc^y— ;i/£in*., ^ nn*;uA/y ^y— ^TSMT-SHPLCfcfcoWf*! 

U Il0fk^^3 3mg, W4 9%T#fco 

'H-NMR (DMSO-da, 4 0 0MHz) : 6 0. 8 8 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz, 1H), 7. 15 (d, J = 9 . 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
St*##f{fi (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 
mmM6 8 : N-TV JU-N' - {4-f (6, 7 - h^y- 4 ^±±*S ] 1 — 

4 - [(6, 7 -5>* h^->-4-^^/U-;P) **~>] 7~ U > (5 Omg) 
£^np*;bA (3ml), h'JXf;P7 5> (0. 2ml) ^ n 

□ sf?;i/A»3»»Lfc h 'J^y>(5 Omg) &£n*.T^T3 0#P!H»#L£:. 
*l:7'j;P75>I»tt (3 1mg) £Jn*.T, ^CSIf-RjlfliLfc. S 

^ttfc^^y — ;i/*jnA, ;PTJRHi-r«HPLctc«j; D*» 

JSU ^M(Dit^^J^: 2 1 mg, JR2& 3 3 

'H-NMR (DMSO-d«, 4 0 OMHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5 . 6Hz, 1H), 7. 
16 (d, J = 9. OHz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. OHz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

(ESI-MS, m/z): 38 1 (M + +l) 
^flBflJ6 9 : N- U-r (6, 7 - y/ h=fr'>- 4 -4^/U_;l/) t±^2Z 
i-il) -n' - (2 r>|^ 7 

4- [(6, 7-5>*^ h + ->-4-+7-y*'J tt'>]7-'JX5 0rag) 
£^on*;i/A (3ml), h'Jlf;i/7 5> (0. 2ml) 
a^JUAlzmmVtz b 'J^*>(5 Omg) ^jJD^TtST3 0 #|HJiftj$ L>fc. 

^l:ynAM;i/75>Ml (3img) ^in^T, 2 Ziz&we-famftL 

J:Ott®!U mm<Dit<&W& 2 6mg, J«4 1 %Tf#fc. 'H-NMR (DMS 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8. 6 8 (s, 1H) 
MMfttitm (ES I -MS, m/z) : 3 7 9 (M + + 1) 
mmm7 0 :N~ (2. 4-y7MO^>^) -N' - (4-T (6, 7-y 

4- [(6, 7 h + ->-4-^yU-;W T~U> (5 Omg) 

nnfrJIA (3ml), h'Jx^7 5> (0. 2ml) IzmBLfzm, 2 u 
a-fcJl&lzmffiLfz h'J^y>(5 0mg) ^MTI^T3 0#WHft#Lfc. 
#fc2. 4-^7;U^D^>^;U7'5> (22M) £io*.T\ $f,i:MT- 

HPLCK«fc9«f»IU 3?JScD<ffci^£3 2mg, iR^4 1 %T?#7c„ 
'H-NMR (DMSO-d fi , 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 8 
(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
(s , 1 H), 8. 6 9 (s, 1 H) 
H*##rffi ( E S I —MS, m/z ) : 4 6 7 (M + + 1 ) 
gWJ7 1 : N- (4-f (6, 7-y^h^y-4-^t'/'J-^) ^=l^>17 

x~;i/} -n' - (2 - bf u 22h*i£2k> 

4- [(6, 7-->** h^^-4-^VU-;P) 7-U> (5 Omg) 

^^ DD ^A (3ml), h'JX^7 5> (0. 2ml) £igtf¥L7tM, ^ n 
□ *;UAtw^»Lfe h U*^y>(5 Omg) 0 *HWffi#L7fc. 

^2, 4-y7MD^>yjk7S> (31/il) ££D;tT, ^eCSiST- 



WO 00/43366 



PCT/JPOO/00255 



- 90 - 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 4 2 (s, 2H), 3. 98 
(s. 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

48 (m, 1H), 8. 54 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

W^tfffi (FD-MS, m/z):43 1 (M + ) 

^MM7 2 : N- (2, 4-y7MD7x-Jl/) -n' - {4-f (6. 7 -V 
^h^y-4-^f'/U^) t^^17x-;i/} $JlZ 

4- [(6, h + y-4-WJ^) T~U> (5 Omg) 

^^DD^A (3ml) £Jg#Lfcf£, 2, 4-y7Mn7x-M VyJ 
^— h (2 4// 1) ^JO^T-miSlL tfffflLfciSigil&fclR, iJfe^L* 
IOfk-&tl&5 5mg, *K$7 2 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s. 1H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 (s, 1H), 9. 11-9. 1 2 (m, 
1H) 

Kt^*fi (ES I -MS, m/z) : 4 5 3 (M + + 1) 

H»J7 3 : N- {4-r (6, 7 - VJ. V ± =y - 4 - V U r. )V) t*2XZ 
xZjH — N' - (4-7Mn7xZJl/) i7U7 

4- [(6, 7 -v* 4 *)-)),) t+y] 7^'J>(5 0rag) 

^i'ODMA (3ml) fcJgtfLjfcBt p-7;WD7x-JKVy7t-h 
(2 3// 1) *JnAT— l!ftin^Jt«EL/fc. ^nm* 

;kk/*^y— ;i/TMIiflT5HPLCfC«fcD*&®!U Wt^26mg, JR 
$36 

'H-NMR (DMSO-d,, 4 0 0MHz): 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 11-7. 15 (m. 2H), 7. 2 2 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s. 1H), 8. 7 5 (s, 1H) 
H*#tJHi (ES I -MS, m/z) : 4 3 5 (M + + 1) 

mmm? 4 .-n- u-r (6, 7-y^h^y-4-^t'/ | jrjp) ±±>az 

j:-;H -N' - (2-^^7i-jP) »>7 

4- [(6, 7 -i?* ^->-4-^t , /'Jr:jW 7-U> (5 Omg) 

&&unft)],& (3ml) o- MM* ;i"f V 5>7^- h (25// 

'H-NMR (DMSO-ds, 40 0 MH z ) :2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 ( s , 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
Ri»*ft (ESI-MS, m/z): 43 1 (M + +l) 

»I7 5 :N- {4-r(6, 7-y^h^y-4-^t > / l Jrj^) tt±XZ 
— N' - (2-^ht->7xZ^) frlxT 
4 - [(6, - 4-^V/U-;i/) t+->] 7-'JX5 0mg) 

Sr^nnzf^A (3ml) izmMlstztit, 2-^h + i/7i-WV'>7t-h 

(27/zi) mammmLfzo %.j&m\z*?;—)\,&m7L* zuu-fc 

$45 %T#7c.o 

'H-NMR (DMSO-dr,, 4 0 0MHz) : 3. 8 9 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8 . 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

nmttffim (ESI-MS, m/z) : 4 4 7 (M + + 1) 
^1FJ7 6 : N- {2-^7Pn-4-r (6, 7-^^->-4-^t7U^ 
t^yi7x- -n' -x^MUfr^y 
2-i?PD-4- [(6, 7-v?* h^^>-4-+^-VU— ;U) tf-^>] T-U 
> (2 0 Omg) £^nn*;PA (5ml). h Ux^75> (1ml) \zmB 
Lfz'&. ^□o*JPAI:i§»Lfeh'J*X^> (179mg) ££P*_T^-e3 
OftmrnWlsfco *t:x^7S>Ml (2 4 6mg) ££Px.T, ££f::^i& 

JfiitSU ^nn^AJl^^K^^MJ^ATl&^Lfco Ml£T^££gicL 
!©{^tl$l 5 9mg« iK^6 5%T#/i 0 

'H-NMR (DMSO-da, 40 0MHz) : 6 1. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1 H), 7. 47 (d, J=2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 
Hz, 1H), 8. 5 6 (s, 1H) 

mm^ffm (esi-ms, m/ z ) 4 o 3 (m + + 1 ) 

j^Mffij 7 7 : N--7*^-N' - { 2 - £ □□- 4 -f ( 6 , 7 - i? * b*~>- 4 

2-/70D-4 - [(6, 7 h + 5>-4-^^-V'J-;W) ^-=lr^] T~U 

> (50mg) ^^DD^M (5ml), hiJX?;HS> (1ml) fC^?L 
tc'^ 9uwfc)\,J±\zfem\s1t h U$xy> (4 5mg) ^MTg|&T3 0^ 
|HJ«#Ljt. ^t^7 5> (2 2^1) &iP*_T> $ <b 3 0 #W L 

3 Omg, iR¥4 6 %Tf#fc 0 



WO 00/43366 



PCT/JPOO/00255 



- 93 - 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 5 0 . 91 (t, J = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H). 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H). 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

K*##fffi (ES I -MS, m/z) : 4 3 1 (M + + 1) 

^MM7 8 : N- {2 - ^DP-4-r (6, S^f>- 4 U x 

;iq t^^7x-;H — n' -o^jiryuT 

2-/700-4- [(6, 7-y^h + y-4-+t > /U-;W 7XU 
> (50mg) £ y* P P A (5ml), MJ X^l^T 5 > (1ml) L 
fe^, ^on^A(MLfch'J*7y> (4 5mg) SMTifiT3 0» 
M«#Lfc. *l:75;P75> (2 6 //l) £Jn*T, $6ttif3 O^ML 

$ s dd^a/^ ^ y -^TJuwr^HPLctcfc l, mmoit-sw* 

33mg, iK^4 9 %Tf#fe„ 

'H-NMR (DMSO-d., 4 0 0 MH z ) : (5 0. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4 - 1. 3 4 (m, 4H), 1. 4 3 - 1. 4 8 (m, 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9. 
0Hz, 1H). 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1 H), 8 . 5 6 ( s , 1 H) 

RfiMl (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

CTffi]7 9 : N- (sec-T^P) ~N' -{2-^PP-4~r(6, l-V* 

2-/7QO-4 - [( 6> 7-y/h + y-4- + t > /'J^Jl/) 3"=^>] TX'J 
> (5 Omg) £ ^ P P jJnJPA (5ml). MJ JL=f-)VT 5 > (1ml) fcjgfl? b 
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tz'&, t7nafr)i&\zmmVfrbVftxtf> (4 5mg) *inAT^MT3 

£ ^ n p^a/;* ^ / -;i/TJg^-T SHPLCf-J; D tSL, «® 
ft^34mg, J»5 2 %Tf#fc 0 

1 H — NMR (DMSO-de, 4 0 0 MHz): : 50. 89 (t, J = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3 - 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2 . 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J=9. 0 
Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 
WB^trft (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

^#180 :N-7'J^-N' - {2-^nD-4-r (6, 7 -j?* N^>- 4 

2 -/7DO-4 - [(6, 4 -=^^- V'J :t=^>] 7— U 

> (50mg) Sr^PP/t^UA (5ml), h'JX^7$> (1ml) (Cjg^L 
fcfg, ^□□*;PAfC^L/r h U^xy> (4 5mg) §MTSIT3 0^ 
HH«#Lfc. ^i:7U^75>MI (2 1mg) ^Un^T, J5l:ifiT3 0 

fc^^^^PP^^A/y^y-^T^r^-r^HPLC^^DW^L, Mote^ 
ft^45mg, «7 2%Tf#£ 0 

'H — NMR (DMSO— ds, 4 0 0MHz): 3. 7 6 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

mmfttirm ces i-ms, m/z) 4 1 5 (m + + d 

£j&M8 1 : N- { 2 -pun- 4 -\ (6, 1 -V* 4 -=fr:M/'J ~ 

;iO tt->i7iz;i/} -n' - (2--7°Dbf-;^) frt^x 

2-/7 on- 4- [(6, h=lrv-4-+^-l/U-;W) ^->] J-iJ 

> (5 Omg) ^i/OD^A (5ml), h 'Jxf^75> (1ml) fC^*L 
^DD*;PAl:**UfchiJ^y> (4 5mg) ^Mt^T3 0^ 
W«#Lfc. ^i:7°DA'MJP7S>MI (2 lmg) £}JQ*_T, 
T3 0#|HJLfc. #rtiJL;fc*&ft*Jilfc, ^LSl©IM^3 8mg, JR2$s 6 
1 %Tt#fe„ 

'H-NMR (DM SO— d e, 4 0 0 MH z ) : 3 . 16-3. 1 7 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J=2. 7Hz, 9. 0Hz, 1 H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

»S##fM (ES I -MS, m/z) : 4 1 3 (M + + 1) 

2 : N- (2-^np-4-f (6, 7-> ? ^h^->-4 -^t'/'Jz 

;i/) ^±idL7^ikj -n' - (2, a-v? hUrwoi?)],) uut 

2-9UU- 4 - [(6, 7-y^h + '>-4-+tyj-;W 7-U 
> (50mg) £ ^ □ O 7^)1 A (5ml), MJ X.^)VT 5.> (1ml) IzmM L 
£nn*;UA£igfi¥LfcHj7jN*y> (4 5mg) £Jn*.T3£i&T 3 0 ft 
mmWLtZo ^IC2, 4-->*7;P^P^>v?;UT^> (22/tl) ZtiQTlT, £ 
bf:ifiT3 OSHHJLfc. #TftLfclSJI£fltI&, #fc#LSlii<7Mb^#j£ 4 8mg, 

'H-NMR (DMSO-da, 4 0 0 MH z ) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 - 4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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- 8 . 2 0 (m, 2 H). 8. 5 6 (s , 1 H) 

Wmfttifm (ES I -MS, m/z) : 5 0 1 (M + + 1) 

^6fifljl8 3 : N- {2-^DP-4-r (6, 7 - >^ h^->- 4 ~ 

^-^->i^ji-;u} -n' - (2-fcfU^;i^5P;i/) frixy 

> (50mg) €:^PO^;l/A (5ml), h'JX^7$Xlml) fC?g#?t, 
fz'&, ^nn^jlAizmMLfzb^^xyy (4 5mg) £tJDx.T^-<? 3 0 # 

60^T 1 S^feggfn^jKlft^ h U OAymm^iU^^ an ft 

LTf# t>nfzf%£ £ ^ o n ft)l&/x $ ; -JlU-mmir §hplc{3J; D *it®i 
U ^I©fh^#l$2 6mg, *«3 7%Tf#fc 0 

'H-NMR (CDCh, 400 MHz): 3. 51 (s, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 
8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz, 1H), 8. 
6 4 (s , 1H), 13. 5 3 (s , 1 H) 
ft*^#fM (E S I - MS, m/z ) : 4 6 6 (M + + 1 ) 

MffiM8 5 : N- {2 - ^□□-4-r (6, 7-^'^ h^y-4-^t'/'Jr 
)l) ^yl7xrjH -n' - (4 -yj^ny out 

2 _/7pp_ 4 _ [( 6> 7-5/^ h^i/-4-^^-V'J-;i/) :t^>] TnU 
> (5 0mg) ^^DDMA (5ml) (C^L^ft, p-7M07xZ^ 

-rv/T^-h (21^1) &mxTGomrcim$m.WLtL. wmLfcisa* 

8fc#U »ft-&ft^5 7mg, JR*8 1 9ST»Jfc.. 
'H-NMR (DMSO-d fi , 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1 H), 8. 
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3 1 (s, 1H), 8. 5 7 (s, 1H) 
nmftVfm (ESI-MS, m/z ) :4 6 9 (M + + 1 ) 
MMm86 : N- {2-^DD-4-r (6, 7-^N^>/-4-4 i t!/'Jz 
^-^->1^3:-;i/} -N' - (2-* h*j/7 3L-)l) tfVT 
2-^pp-4-[(6, 7-v 5 * S + i/-4-+tyU-;W T-U 
> (5 0mg) S^OD^A (5ml) 2-^h + y7xZ^ 

fVyJT-h (24/x 1) £jlra*T6 0£TllSM«#l,Jfc. £Jfti£fc:*:*y 

^«J&3 9mg, 4X^5 4%Tf#7c.o 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 90 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, 3=2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m, 

2H), 8. 5 8 (s, 1H), 8. 9 6 - 9. 0 2 (m, 2 H) 

nmftmm (esi-ms, m/z ) mis (m + + i ) 

^»J8 7 : N- { 2 - ^7 PP- 4 -r (6 , 7 - 4 -^^V'J — 

^-^->i7^-;u} — n' - (5-^pp-2-fcf'jy;i/) ^1/7 

2-/7 0 p-4-[(6, 7 -v* K*^-4 -^^-VU-;i/) T— U 

> (50mg) £ ^7 P P tfc;UA (5ml), MJ X^-;|/7 5 > (1ml) L 
^no*Ml:*» L7c h U*X^r*> (4 5mg) *MTSfiT3 0» 
mm&Lf^ ^1:2-75; -5-*DDfc!>J>?> (2 3mg) £fln;LT, £b 
iC60^T 1 B#ra»#Lfc. SJfS^{3iSfn^®?7K3fl^ h U ^A7K»tt&iD>L^ P P 

sesLT»e»nfca$*^PD*;i/A/^^y--;uT?jgH!-r«HPLctc«fco» 

$8U mm<Dlk^<®)$: 3 9mg, J«5 3%T?#7c. 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 3 . 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, 3 = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. 0Hz, 
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1H), 8. 35 Cd, J = 8. 8Hz, 1H), 8. 40 (d, 1 = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
MMftVim (ES I -MS, m/z) : 4 8 6 (M + + 1) 

Wi8 8 : N- (4-f (6, 7 h^y-4-WJ-;i/) ^->1- 

2-7Md7i_;M -n' -^abf^fr 

4- [(6, 7 h + ^>-4-^^-yj-;i/) ^^>] 
U> (50mg) £^nn*;i/A (3ml), hUx?;i/7 5> (0. 3ml) \z 
»#L&&, 7nn*MI:i§iUchU*7^> (47rag) SJD^LTSIT? 
3 0»M«^Lfc. ^{iynhf;i/T5> (20 tf l) £#D;LT, S&fc&fflT- 

HPLCtlJ;DfS®iU ilOft^^9mg, Wl4%Ti^ 
'H-NMR (DMSO— de, 4 0 0MHz) : 6 0. 90 (t, J = 7 . 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 55 (s, 1 H) 
nWMfxW. ( E S I — MS, m/ z ) : 4 0 1 (M + + 1 ) 

^MiffiJ8 9 :N-^'^;U-N' - {4-r (6, 7 - >^ h^->- 4 ~ 

4- [(6, 7 -is* h*i/-4-*±VV-Jls) - 2-7MD7- 

U> (50rag) ^^DP*M (3ml), h'Jxf;P75> (0. 3 m 1 ) \Z 

mmvtz'&, zun-fcjiAizmmLfz b u*xy> (4 7m g ) smtmt 

3 0»mj«^Lfc. ^C7*W$> (24m 1) ZM^T, $^i;ifit-t 

PLCt:iD«iL, SI©fh^#I&2 5mg, 3 8 %Tt#7Co 
'H-NMR (DMSO-da, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5 . 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1 H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 55 (s, 1 H) 
IIMI (ES I -MS, m/z) : 4 1 5 (M + +l) 

mffiM9 0 : N- (sec- Zf ~N' - {4-f (6, 7-y?j*h^>-4- 

4- [(6, 7-y^h^y-4-^/'J-;[/) ^^v] -2-7MD7- 
U> (5 Omg) S^dojJn^A (3ml), MJX?^75> (0. 3ml) fc 
^nD^AiMLfch'J*xy> (4 7mg) £Jn*_T^&T 

3 0«J$LL ^{Csec-y^;i/T5> (25//1) £;&n*T, 

-T^HPLCfC^DMiStU Il©fbpi$ 1 2mg, iR$18%Tlfc. 
'H-NMR (DMSO-d 6 , 4 0 0 MH z ) : 0 . 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6 Hz, 1H), 7. 04-7. 08 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
K*##rM (E S I -MS, m/z ) : 415 (M + + 1 ) 

gyjffjj 9 1 : N-7'JJ1/-N' - { 4 - f (6. 7 - is* h*i/- 4 -^±VU " 
;i/) ^y1-2-7MD7x~JH ^1x7 

4- [(6, 7 h*~>-4-3r±W-Jl) j-*^] - 2-7J^U7- 
!J> (50rag) S^DD^M Oral), hUxfJl/7$> (0. 3ml) C 

mMLfcm, 9uuft)i,&\zmmLithVftxy> (4 7m g ) ^tlx^st 

3 0^WUc. ^C7U^7$>MS (3 Omg) £ft]7LT, ^til 

'H-NMR (DMSO-du, 4 0 0 MH z ) : 3. 7 5 - 3. 7 9 (m, 2 H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m. 1H). 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1 H), 8. 40 (s, 
1H). 8. 5 6 (s, 1H) 

SI^UtI (ESI-MS, m/z): 3 9 9 (M + +l) 

mmm9 2 ,-n- u-r (6, i ^ h^>-4-^^/u-;^ ^^>i- 

2-7Jl/tD7x_;[/} -N' - (2 -~?U\Z-)V) VUT 

4- [(6, 7-;x* h + 2/-4-^l/U-;W ^*~>] -2-7MP7" 
'J> (50mg) ^^dd^A (3ml), hUx^75> (0. 3ml) I: 
®MLfzm, ?nn*)UAlz®MLfzh>Jyi-sXy> (4 7mg) SJnATiilT 

3o^wit ^zyn/vi^ji7^>m.mm. (2 9m g ) ^in^x, 

EUfcmzmummkm-t- 1 u ^atkm^ox.^ pp* 

©£LTf#£ftfcgg£^PP*;UAT#fc^U Sl©fk^2 lmg, JRafi 3 
3 %Tf#7to 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 15 (t, J =2. 4Hz, 
1H), 3. 91-3. 94 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, 3 = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s. 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1H), 8. 5 6 (s, 1 H) 
M&ftffiM (ESI-MS, m/z ) : 3 9 7 (M + + 1 ) 

^MiM9 3 : N- (2, 4-y7^D^>yJl/) -N' - {4-f (6, 1-V 
^h^y-4-^tVU-Jl/) t^yl-2-7MD7x-JM ^VT 

4- [(6, 7-v^ h^y-4-^/'J^) tt*/] -2-7M07- 
'J> (5 0mg) $^DO^A (3ml), h'Jxf^7$> (0. 3ml) I; 
mMLfrm. ^PP*^AfC^?L7cMJ*7,^> (4 7mg) £;BnAT£i&T 
3 0j}f«U;, *l:2, 4 -y7MD^>^7 5 > (28/t 1) ^flnx. 

Omg, W2 6 %Tt#7c. 
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'H-NMR (DMSO-de, 4 0 0MHz) : 3. 97 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1H), 8. 5 5 (s, 
1H) 

HAfrtitife (FD-MS, m/z) : 4 8 4 (M + ) 

mffiM9 4 : N- (2, 4-y7MD7x-Jl/) -n' - (4~r (6, 7-y 

4- [(6, 7-^p< h^~>-4- + ^VU^;i/) -2-7MD7" 
U> (5 0mg) ^^□□^jUA (3ml) fdjg#?L7c^ 2, 4-v:7;^d 
7x-HVy7t-h (29wl) ^iP^T60^T-M^Lfe o #ftBLfc*i§ 
HSiBSEi, 5 Orag, 6 7 %7:%fzo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 13-7. 15 (m, 1H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
KM^fTffi (E S I -MS, m/z ) : 471 (M + + 1 ) 

§W*J9 5 : N~ (4-r (6, 7 h4^>- 4 -^V"U rfr^l- 

2-7^tQ7xz;H — N' - (2 - *J-)V7 

4- [(6, 7->>* H + 5>-4-+±yU-;W -2-7JWD7Z 
U> (5 0mg) &t7UU*)lJ+ (3ml) fC^Lfc^, o-hJKHVy 
h(30w 1 ) 2r*n^T60ST— ^jfitLTCo M^fC^ ^ J -)V^H\\^, 

mg, 4%Tf#7^c 

'H-NMR (DMSO-d fi) 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1 H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 
»*##HS (ES I -MS, m/z) : 44 9 (M + + 1) 
mmM9 6 : N- {4-f (6, 7 h*z/- 4-*j-W 

2-7MQ7i-jl/} -N' - (2-^ h^y7x_;i/) frt^T 

4- [(6, 7 -z?*h*>>-4-*-fW-)V) **cis] -2-7)V*U7- 
U> (5 0mg) ^^an*M (3ml) JC^Lfc^, 2-^h + y7 X - 



MVy7t-h (32wl) £;ta^T60^T--fM#L7c o £«tzp<^/- 
^5 2 2mg, W3 0 

1 H — NMR (DMSO-d«, 400 MHz): 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1 H), 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1H), 8. 19-8. 2 5 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

nmftffim. (es i -ms, m/z) .-4 6 5 (m + + d 

HMtffiJ9 7 : N- (4-r (6, 7 - h±jlz 4 z±±V_U ^JU) ^=^1- 
3-^^7i^H — N' -^dWUT 

4- [(6, 7 h + y-4-^7U -3-*^)V7—V 
> (5 0mg) £^oo*;i/A (3ml), hUX^75> (0. 2ml) Kjg 
#Lfcf£. ^DD*j^(;i§»LfchU*X7-'> (4 8mg) £2jn;LTgifiT3 

0 2fJ!*#Lfc. 5*ctzyntf;P7$> (2 0^ l) £2ra*_T, 

PLCt«fcO»fi[L, ^m<Dit^^ 3 Omg, W 4 7 

1 H — NMR (DMSO-d.,4 0 0 MH z): (5 0. 89 (t, J = 7. 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s. 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, 1 = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

nmftVfm (ESI-MS, m/z) : 3 9 7 (M + + 1) 

HMM9 8 ■•N-^;P-N' - (4-r (6, 7 -^^ h^->-4-^^-yij - 

4- [(6, 7-v* h + ;f*~>] -3-^^;PT-U 

> (50mg) ^^DD^A (3ml), h'JX^7S> (0. 2ml) \Z.m 
MLtz&. ZunTfrJlAtzmMLfc h V*Xtr*> (4 8mg) £#n*_T^ilST 3 

o^r B m^L/zo ^(c^;pt5> (24^ i) £unx.T\ $e(c^T-^m 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9 - 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 1 2 (m, 2H), 3. 9 8 (s, 3H), 3. 99 (s, 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 51 (s , 
1H) 

SMi (ESI-MS, m/z):411 (M + +l) 

mmM9 9 : N- (2, 4-y'7MD7i-J[/) -n' - {4~r (6, 7 -fx 
^ 4 -^±\/'J -;i/) ^~4^i>1— 3 ~/^J|/7x~Jl/} fri^y 

4- [(6, 7 ->7 b*is-4-*J-Vi)-)l) - 3 -p^^T-H 

> (5 0mg) £^DD*;L/A (3ml) (Z^ILfe^ 2, 4-y7J^n7 
i-;KV->7t-h (2 3 //I) £}jn*.T> -MISLfc, tfftti L^SJI 
£?JSITX> #fc#U McDfb^-t/^ 5 9mg, iR^ 7 9 %Tl#/c. 
'H-NMR (DMSO-d«, 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1 H), 8. 07 
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-8. 14 (m, 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
SIMI (ESI-MS, m/z): 4 6 7 (M + +l) 

mmmi o o ; n- u-r (6, i -v* -;p ^-^->i 

- 3 -^^7iZ;i/} -N' - (4-7MD7i^) ^7 1/7 

4- [(6, 7-y^h + y-4-^ 1 /'J-;i/) ^S'] - 3 - ^?;i/7^U 
> (5 0mg) ^7 0D^A (3ml) p-7WD7z-JP 

<v->7t-h (2 2m i) £in*_T, -i»ip«ia«ELfc. wffiL&ttasanR, 

«fei*U »j^4 2mg, 43^5 8 %Tf#£o 

'H-NMR (DMSO-ds, 4 0 0MHz) : 2. 0 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J=2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1 H) 
KS##HI (ES I -MS, m/z) : 4 4 9 (M + + 1) 

mmm 1 o 1 ; n- (4 -r (6, i -v* h^->- 4 -)p ^->i 

-Z-*?-)),7 ~N' - (2-^h^y7x-J^) 7 1^7 

4- [(6, 7-->** h + y-4-+7-y i J-JW -3-^^7z'J 
> (5 0mg) ^^DD^M (3ml) 2-^h + y7x';i/ 

-TV->7t-h (2 6m 1) Srfln/LT, — RfeMiSSft K^SffltfC^ ^ 

Sim*., ^Do^;i/A/^^y-;i/TJRBH-rsHPLC^«fc»9»«L, mme>it& 

«41mg, iR^5 5%Tf#£i. 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 6 2. 07 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8 . 5H 
z, 1H), 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

5t*#*rffi (ES I -MS, m/z) : 4 6 1 (M + + 1) 
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mmmi0 2 :N~ U-r (6, 7-y^h^y-4-^t > /U^) ±±2J 
-2-^^7iZJH -N' -yomUT 

4- [(6, 7 h^r'>-4-^yU=;W -2-^^7z'J 
> (50mg) ^^do*J^ (3ml), hUlW5> (0. 2ml) 
ffiLfz.'&. ^□n^A(:i§i?LfcMJ*Xy> (4 8mg) $iD^TtfiT3 

PLCfC J: Df!tg!U »ft»3 0mg, W4 7 %X'%tz 0 
'H-NMR (DMSO-ds, 400 MHz): 60. 90 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

K«^tifffi (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 

Wil 0 3 :n-^-n' - (4-r (6, 7 - ->*p< h^>- 4 -=^V'U 
-;i/) tty1-2-^^7x-Jl/) ^7 1/7 

4- [(6, 7->^ h^'>-4-^^y"U-;U) ^-^->] - 2-^^1/7-^ 
> (50mg) £^nn*;UA (3ml), h'Jxfj[.7 5> (0. 2ml) f~*g 
BLfzm, ZanTisjlAlzmmLfzhOfrxyy (4 8mg) &J]U^T^WV3 

oftmmftLtc. mzf^)VT^y (24m i) ^jd^t, ^cgjst-e 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 5 0. 92 (t, 5 = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, 5 = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, 3 = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

IIMI (ESI-MS, m/z): 411 (M + +l) 

mmmi o 4 : n- (2, 4-/7^071-^) -n' - {4-r (6, 7- 

4- [(6, 7-y^h^y-4-^t , /U^) - 2 U 

> (5 0mg) Z?an*)l& (3ml) (C^b^, 2, 4-y7J^D7 
3i-;U-rv^T^— h (2 3//1) SriJD^T, — BfejDfjftiBSfEUfc. ffffiL^S 

'H-NMR (DMSO-ds, 4 0 OMHz) : 2. 29 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 5 5 (s, 1H), 8. 

9 2 - 8. 9 5 (m, 1 H) 

MMfttirm (ESI-MS, m/z ) : 4 6 7 (M + + 1 ) 

mmm 105 .• n- (4-r (6, i -v* h^x-4 -;u) ^->i 

-2-^jP7i-JM — n' - (4-yjl^rnyx.-)l) 

4- [(6, 7-y/ h + ">-4-+^-\/U— ;W ^5>] - 2-*^;i/7-U 
> (5 0mg) 57nD^A (3ml) p-7MD7i^ 

'H-NMR (DMSO-d 8 , 4 0 OMHz) : 2. 28 (s, 3H), 3. 98 

(s, 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m, 1 H) 

WMi (ESI-MS, m/z): 44 9 (M + +l) 

»^ 1 0 6 : N- (4-r (6, 7 -j/*b*is-4-*±v°iJ-)l) :fr=E^1 
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-2-^^J|/7x-Jl/} -N' - (2-*h*is7ji-Jl) ry\y T 
4- [(6, 7-*?* h*z/-4-*±VV-)V) - 2 -^^7- U 

> (5 0mg) £^nn*;PA (3ml) 2 K*5>:7x-;U 

<V'>7t-h (2 6// 1) £2ra*.T, -Iftina&itdfcbfc. flrffi LfelgJISrML 
$fe#U ^m<Dik-&®}& 7 Omg, iK*9 5%Tt#^io 

'H-NMR (DMSO-ds, 4 0 0MHz): 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 02-7. 04 (m, 1H), 7. 08 (dd, 1 = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s, 1H), 8. 61 

- 8 . 6 2 (m, 1 H) 

liMi (ESI-MS, m/z):46 1 (M + +l) 

Hi 1 0 7 : N- {4 -r (6, 7 -V* h^^-4-^t7'J^) ±±>J 

- 2 -~huy jl-)V) -n' --7°P jxT 

4- [(6, h*y-4-^/'J-^) ^->] -2-~ hDT-U 

> (50mg) &^DDm (10ml), h'JX^75> (0. 2ml) I: 
»#Ljfcf£, *nn3fr;kMC&A¥L&HJ*;*y> (4 3mg) £j&n*.T^ST 
3 0»WfflS«iLfc. ;W:7'D^7 5> (18M) *mx.T, 2*>\Z^UT'- 
Ufefli#Ljfc. Kettle* ^y — )V^mX, & nnft)l> A/ y—ju-cmm-rz 

'H-NMR (DMSO— d«, 4 0 0MHz) : 5 0. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s , 1 H) 

«ft##T« (ESI-MS, m/z ) : 4 2 8 (M + + 1 ) 

jl^ 1 0 8 : N-^jU-N' - {4-r (6, h^y-4-^t'/U 
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t^yl-2--hD7xZJl/| ^?UT 
4- [(6, h + y- 4 -^7U^I/) -2-~ hDT-U 

> (5 Omg) £^DP*;i/A (10ml), h UxW$> (0. 2ml) 
*gfl?i;7ct:g, Zau-fcJUAlzmmvrc hU*xy> (4 3mg) £in*_T^ST 
3 0arJl**iLfc. ^C^75> (22/il) ^SO^T, SSfcMT-lft 

'H-NMR (DMSO-ds, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 51 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J=2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9. 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 
Ka^-Wffi (ES I -MS, m/z) : 44 2 (M + + 1) 

glMffJl 09 :N- (2-^Dn-4-r (6, 7 -V* N^->- 4 -^^-y/'J 

-;i/) tti/xy -n- ^ K^^^^^-n' fcf;i/fr 

N- (2-^DD-4-[ (6, 7-^h + >/-4-WJ^) :t4->] 
^o:-^} -N' -^0 ( 1 0 Omg) £M7j< T" h^t KD77> (3 

0ml) fC?gfi?U 7K*fb-^hU^A (60wt%, 88mg) SjDATSflT? 
1 5^Wt£ 0 na^^M^X-^ (6 7/z 1) ££nAT, £ 

b(liST3 0«j$Lfc. «JEET»ttE«rS5feL, 7K£iD*.i7 o D^ATi 

OM*18mg, Wl8%Tf#£. 

1 H — NMR (DMSO-do, 400MHz):<50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 

RiMI (ESI-MS, m/z):46 1 (M + +l) 

nffiMl 1 0 ; N-T±^JI-n- f2-^pp-4-f(6, 7_z2Ji ^->- 

4-WJ-;i/) **z/}yx.-)V) -n' -:/Pb°;ufruy 

N- (2-^DD-4-[ (6, 7-y^h + y-4-^/'J^) ;f=^>] 
-N' -yntf^^l/T (1 0 Omg) &|*Th7th'P77> (3 
0ml) fC7££?U 7j<*^^-h»J^A (60wt%, 88mg) ^Jp^T^T 
1 5^p B 1«fiiLfc. JfcfcjfifcTir^ (6 3 m 1) ££Px.T> Se^fflT2Nr 

P P *;i/A/T-tz h >TagBT SHPLCfd ck DfflSb, &M<D<k&®l& 27mg, 
J&^2 6 %Tt#£o 

'H-NMR (DMSO-ds, 40 0 MH z ) : 50. 98 ( t , J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

H*##rffi (E S I - MS, m/z ) : 4 5 9 (M + + 1 ) 
SMMi 11 : N' - {2-^PP-4-r(6, 7-y^ \.3 F z,- 4 -$.j->/ 
^3ri/]yx.-)l} -N- ^^)l-N-yUhf)U^UT 
2-/7PD-4- [( 6> 7-y/h + y-4-^rtyiJ-;W *M=-:>] 7"U 
> (56mg) ^^on*K (4ml), h'Jx^75> (0. 3ml) \zm 
mvtz.'&, ?nn7ts)lI>lzmffil>rzh l )*Xtr> (5 Omg) £fln*.T^i&T 3 

o$HW«#Lfc. ^{3N-p<^;uyphr;i/T5> (2 6// n ^jp^t, £bfc 
•vm nrr § hplc(c mm & m * l xt# e> s ^-y- >-m# 

U »ft-&ft$4 2rag, iK^5 8 %Tt#7t 0 

'H-NMR (D M S O - d 6 , 4 0 0 MH z ) : 50. 99 (t, 5 = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 
41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 

nmftffim (esi-ms, m/z) .-431 (m + + d 

gjgfly. 12: : N' - {2-?DD-4-r(6, 1 -V* h*z/- 4 

2-/7PO-4- [ (6> 7-^h^y-4-WJ^) ^~>] T~ U 
> (80mg) ^^DD*M (3ml), h'jx^75> (0. 3 m 1 ) fcjg 
*PP*;kMCig«¥UfcMJ (7 2mg) ^flATMTl 

5#ra*#Lfc, ^(CN-x^;pyo tr;i/T5 > (44#i) §inx.T, 

#U HlOfb^#J$4 Omg, XR^3 7 

'H-NMR (DMSO-ds, 4 0 0 MHz) : 6 1 . 00 (t, J = 7. 3H 
z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7 . 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1 H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J = 2 . 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J=9. 
0Hz, 1H), 8. 6 3 (s, 1H) 
IMtfl (ESI-MS, m/z):44 5 (M + +l) 
HMffiJl 13 :N' - {2-£nn-4-r(6, 7 - V* hJris- 4 
^-=^->]7^-;ix} — n, N-y7°D^-7l/7 

> (lOOmg) §^DDWA (3ml), h'JXW5> (0. 3ml) i: 

mmisttm. ^□p*;uAtc»#L^Nu^y> oomg) sjp^itmt 

15^»Ufe„ ^l;y7"ah^75> (6 2^1) £in*.T, £6K^2&T 
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SSOft^$4 8mg, JR¥ 3 5 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 99 (t, J = 7. 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, 3 = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s. 1H), 7. 
16 (dd, 3 = 2. 7Hz, 9. 3Hz, 1 H), 7. 31 (d, 3=2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1 H), 8. 6 3 (s , 1 H) 
SCS^tfM (E S I -MS, m/z ) : 4 5 9 (M + + 1 ) 
mMM H4: N-T^P-N' - [2-j7nn-4-\ (6, 

4-^tyu-;i/) t^yi7i-;i/) -N-^^-y-i^ 

2-/7po-4 - [(6, h^y-4-^tV'Jr;i') ^=^Sy] T-'J 

> (8 Omg) $^on*M (3ml), h 'Jxf^75> (0. 3ml) \zm 

Misftm. 2uu*)\,i±\zmmLtz hu*xy> (7 2m g ) sMrua-ri 

5#fBHK#Lfc. ^{CN-^^;P7'^;i/TS> (43w 1) £j&nA.T. ^bfC^ 

tS BBT 3 HPLCtc «fc K) mm L , igl^gSlTllbtifclSi^A^Ht > T8fc# 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 99 (t, 3 = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, 3 = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, 3 = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9 . 3Hz, 1H), 8. 
6 3 ( s , 1 H) 

H*##fffi (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

^fflSfll 115 :N' - {2-£DP-4-r (6, 7 - y^ h^->- 4 - ^t'/ 
t^yl7i3) -N- (4-^7DD7x-JI/) -N- ;*5\>Ufr 1^7 
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2 _/7 0n _ 4 _ [( 6> 7-y^h + y-4-^yj-;W T^'J 
> (8 Omg) £^ A (3ml), h UlW5> (0. 3ml) 

mistzfe. ZnnftJIAlzmffiLfzhVfrXfy (7 2mg) ^QxTS^T 1 
5#P B 1Jf}$L;to ^i:4-^no-N-/^7r'J> (3 5^1) £#D;LT, 

'H-NMR (DMSO-d 6 ,4 0 0MHz): 3. 36 (s , 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. OHz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. OHz, 1H), 8. 6 1 (s, 1H) 
Rl^tffl (ES I -MS, m/z) : 4 9 9 (M + + 1) 

gjggy 16. -N' -{2-?DD-4- [(6, h^^-4-^^-VJ 

2-/7pp_4 - [( 6> 7-^K + 5/-4 -^VU— ;iO ^-^->] 7-U 
> (5 Omg) £^ nn^A (2ml), h Ul^7 5> (0 . 5ml) 
ffilsfz'&* ^nDMAI:iitfehU^^> (4 8mg) fcftlATMT? 3 
O^Jf^Lfc ^CyXf;P75 > (0. 5ml) SrflDAT, ^efcm^T— 

m^l^c Kfomiz*? s-jiztoz.. z nn-fcjuA/*? j-ji-cmm-rz 

HPLCfcJ: Offi^L, SI®fM^37mg, W9 3%Tt#/i. 
'H-NMR (CDC 1 3 , 4 0 OMHz) :<51. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 
0 (s. 3H), 7. 16 (dd, J = 2 . 7Hz, 9. OHz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, 1 = 2. 7Hz, 1H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. OHz, 1H), 8. 81 (s, 
1H) 

mmfrffim (ESI-MS, m/z) : 4 3 1 (M + + 1) 

^fiffijl 17 :N-(2-^DD-4 - [(6, 7 -y^ h ^y- 4 VU — 
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2 _/7pn-4 - [(6, 7 -v;* h*~>-4 — ;f^>] 7~iJ 
>(50mg) ^^DD^A (2ml), h'Jx?Jl/75> (0. 5ml) dig 
fl¥Lfc&, ^□□*;UA(3j§»bfchU3fc^y> (4 8mg) £MttIT3 
0$HHHi#Lfc. 7 8gl:^iU ^f^75>W (1 3 Omg) £ 

^PD^;UA/^^>'-;n?SHiT*HPLCt«kD*liaiL, ^§©^£^£4 1 

rag, iR2j5 7 0 %Tf#£ 0 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2. 6 8 (d, J =4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H), 7. 43 (d, J=2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
nmftffiife (E S I -MS, m/z ) : 3 8 9 (M + + 1) 

118 :N' -{2-?PD-4- [(6, 1 - i>* h^->- 4 -=fr:M/U 
^-^->] 7x^M-N, N-'^Wl/7 
2-^700-4 - [(6, 1 -V* 4 jr*is] 7- U 

> (5 Omg) £^DD*;UA (2ml), hUlW$> (0. 5ml) \Z\M 

misfcm, {7nntiv\,&\zmmisizbv&xy> (4 8mg) £a^.T^T3 

0#Bfl8K#Lfc. - 7 8^JC<££PU y/^7 5>MI (2 5 Omg) 
£3JD*.-€-©£3;#^U £ SfcMT— 0feft#Lfc. EJftiSK:* ^ J -;P£in*., 

^oD3ix;uA/^^y-;i/TjggB-r5HPLcf3cfcoffisaL, mm<Dit^^ 3 3 

mg, iR$5 3 %Tl#fc. 

'H-NMR (CDCl 3, 400 MHz): 53. 11 (s, 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 ( s , 1 H) 

mm^mm (ESI-MS, m/z): 4 0 3 (M + + 1 ) 
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mmmi 1 9 : n- (2-^dd-4- {[6-* h^->-7-f3-^;i//ftu y 
7°a^-»-4-WJ-M ^~>} 7x-j^) — n ' -yoif^^^T 

N-{2-^Dn-4-[(7-hFo + y-6-^h4 1 y- 4 - V 
5*-*<>] 7iZJH -N' -7°ntf;t^l/7 (7 5mg), U (5 lm 

g), 1,3 --J-Ju^-funy (7 6 Ml) ^N.N-y^^I/^AJ^K (4m 

1) (I^«biiaT3ltf B »bfc. MJ£T^£@£LTf#^n^£^7j<£ 
iOA, * ATjfittlLfc. tii^Mith'JvAT^b, MJET 

»«E*e*LT»&nfc38$*X— r-^Tfifc^L, N- (4- {[7- (3-7*P 
t^D^y) -6-^h + y-4-WJ^H sM^>} - 2-^DD7i 
—)V) — N ' -yntf;U^l/T^7 4mg, «7 8%Tf#7c 0 f# ^tlTc^f^ 

(74mg), Ki*U7A (5lrag), ; E;i/*U> (13 0 Ml) ^I^N-y^? 1 
;|/^;i/A7 5 K (4ml) fC^L^T-M^L^o iETi§ffi^@SLT 

fiIS:i7KIit h 'J7AML, «EET^&£®£LT*#Snfcg|$£* 

U mm(Dlt£W)Z4 9rag, «6 3%Tt#7c 0 

'H-NMR (CDC la, 4 0 0 MH z ) : 60. 89 ( t , J = 7 . 4 4 H z , 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4H), 3. 0 4 - 3. 0 9 (m, 2h), 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3h), 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H), 
6. 98 (t, J = 5. 49Hz, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1 H) 

mmftmm (es i -ms, m/z) .-529 (m + ) 

l 2 0 : N- (2-£do-4- {[6- h^x- 7 -(2 -^JUzfrU 7 
Ih^-»-4-WJ-JH ^-^->} y^~)V) — N ' -7°D^7k7 
N-{2-^DD-4-[(7-tHo^y-6-y h + y-4-+t7'U^) 
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7x-;H — N ' -yn\d)lOUT (72mg), timtlWJ* (30m 
g), 1,2 -yynW> (6 2 jttl) ^^N-y^fWAJS H (4ml) 

S*LT»e>nfc38£&X-^T?ifeJ*U N- (4- {[7- (2-7'DtIh 
-6-/h + i/-4-^/ l J^] tf*^} - 2 -^OD7iiJW - 
N' -ynWl/7*4 0mg> 5 XTifc. WSn&flHH*: (4 5mg)> 

KB&rtU^A (3 0mg), : E;i/zKU> (8 0 Ml) ^N,N-y7^MM75 
K (2ml) t;i)|LSfiT'- foik&Llto «ET8«*SS UT» 

^^y-;i/Tiit^y'j*yMn7h^77^-i:«j;Diiu mmoit^ 

' H — NMR (CDC 1 3 , 4 0 0 MHz): 60. 89 (t, J = 7. 3 2Hz, 

3H), 1. 4 3 - 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 

66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 

0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m, 1H), 3. 

57-3. 59 (m, 2h), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 

5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 

41 (s, 1H), 7. 4 6 - 7. 4 7 (m, 1H), 7. 55 (d, J = 12. 

69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H), 
nmftffim (ES I-MS, m/z) : 5 1 7 (M + + 1) 

12 1 : N- (2-^dp-4- {[7 - f 3 - fc HD^y/D^y)- 
6-^ h^y-4-^f y'Jzj^] ±±jd yx.~)l) -N' -7"nb>7U7 
N-{2-7DO-4-[(7-tHo + y-6-^ h + y-4-^ , /U-;W 
3*-=*^] 7xZJH — N ' -^OtJWl/T (5 5mg) .m^'J^A (2 0 
mg), 3 -7*0^- 1 -yn/NV— ;U (6 2 Ml) £rN,N -y^^j^M7 

an (4mi) \z®mv&wv3mmmwLfzo msr^m^m^x^^ntt 
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0 %nntzo 

'H-NMR (CDCh, 4 0 0MHz): SO. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3 - 1. 52 (m. 2H), 1. 97 (t, 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m, 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz, 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 
7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d, J = 2 . 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1 H), 8. 55 (s , 1 H) 

fiMI (ESI-MS, m/z): 46 1 (M + +l) 

$mmi 22 : N- (2-^OD-4 - {[7 - (2 -fc Ha^yXh^y) -6 

-p< h^->- 4 ?^>} 7xzji/) — n ' -7°ne;pfr^7 

N-{2-^nD-4-[(7-bh*n + y-6-^ h * i> - 4 - u - ;W 

2-* 5"] 7i-JH — N ' -7"nWU7 (50mg), «B6;fr U *A (30m 
g), If^>7nth H U > (4 4//1) ^N,N-y^fJ^A7$H (4 
ml) fC«#UMT3R*ffl*SiLfc. «£ET»i«£f^LT»£n&8a£K:7K 

'H-NMR (CDC 1 s, 4 0 0MHz) : 6 0. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5 . 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J=2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

WMI (ESI-MS, m/z): 44 7 (M + +l) 

mMMl 2 3 : N- (2-^DD-4- {r6 h^~>- 7 - (4-bTUS?Jl/ 

Mm (N- {2 -£cm-4-[ (7-th'D + y-6-^h + y-4-^t 
l/U-;iO ^->]7i-JH — N ' -^Otr^UT, 80mg) ,IKH&#U#A 
(I38mg), 4-2uu*T)V\ZVi?>mm.m. (4lmg) SN,N-S?^f;i/* 
;UA75H (lml) f'*»L80*CT3l^|ffl«^Lfc. Kfom'£i®\z**Mx.. 
7no^A-7°D/V-;P (3/1) T»t±iL7Co #««&itz|c«lt± h U 

'H-NMR (CDCh, 4 0 0MHz): 6 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, J = 2. 7Hz, 1H), 7. 41 (d, J = 5. 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 ( d , J = 9 . 0Hz, 1H), 8. 59 (s, 
1H), 8. 6 3 (d, J =6. 1 Hz, 2H) 
nWMJrm. (ESI-MS, m/z ) : 4 9 4 (M + + 1 ) 

nmmi 24:N-r2-^DD-4- ({6-^h4^>-7 - 1(5-^)1**) 

N-{2-^PD-4-[(7-kHn^y- 6 b*Fis- 4 -=¥y- \7U ~)V) 
y^~)l) — N ' -yotf;i^t/7 (7 Orag). Kg&fc'JtfA (3 0m 
g)> W^fl/>7D7-fH (8 Owl) $N,N->7f F (5 
ml) l:Jg«LSfiT3fiflBHI«iLfc. «£ET»«SS*LT»en^JSSK:* 
SrjJDTL, ^7 p D^jl/ATitH L/C. tll$i7K»hU7A«L, Mil 

T^«&e*L/T^e>nfc«$*x— r-;i/Ti5fe^L, n — [4- ({7- (5-y 
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n=EO^jl) Jr*^} - 6 h^~>- 4 -=^^-VU — ^-^->] -2-^7 

-N' -•7°Pt°;i/^l/7^4 3mg, iR¥4 6%Tf#7c 0 f#<=>tl 
fc^lBMfc (4 3mg), je^^U^A (3 0mg), ^;i/*U> (70 W l) £N,N 
-y^WM75 H (4ml) fC&#LMT-Hifej*#l,fc. «jET»«IS 

^^^^□□^^A/^^y-^T^r^-r^^u^y^^n^ h^/^7^-(Cct 

DffiigU glOf^tl&SOmg, «6 8%Tf#7Co 

'H-NMR (CDC 1 3, 4 0 0MHz) : 5 1. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 29~3. 30 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t, 
J = 4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1 H), 9. 35 (s, 1 H) 
nmftffim (ESI-MS, m/z): 5 5 9 (M + + 1) 

nmmi 25 : n- {2-^pp-4-r (6-y h^>-7- us- (ih- 

1, 2, 3-m7'/-^-l--fJP) ^>fJMtty| -4-4 1 tV'U-^) 

hU7 l /-JK0.41ml), l-7"D : E-5-^DD^>^> (l.Oml), 3 ^fc^ 
h^y^JlTy^-OA (lOmgh *3ctt^3M7j<^-^ h U ^A7K» (lml) 
^7th> (10ml) t?g$?U 50CT-18B#P B 1WL7to M 4^:1 7K 

mv. tpmit (390m g ) zntzo 

mm (N — {2-^PP-4-[ (7-tFD + y-6-^h + y-4-^t 1 / 
U-;i/) «->]7irJH — N ' -y°U ¥)1>VUT, 80mg) ,#t&#U£A (l 
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38m gh mi&(Dtpfflfe (52mg) ^N.N-y^^MMJ^ h' (lm 1 ) (3 

(3/1) TttffiLfco W«*£&7kfifcgg^MJ*AT$£«U «JEETiS*£ 
£S£LT»e>n&»££HPLCK:T*lf«j U 3EH©ffc£#f&4lmg, JRsp 
38%Tt#fc. 

'H-NMR (CDCh, 4 0 0MHz): 50. 96 (t, 3 = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2 . 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz , 1 H), 8. 5 8 (s , 1 H) 
K*#tJfffi (E S I -MS, m/z ) : 5 4 0 (M + + 1 ) 
^MM 12 6 : N' - (2-^Dn-4- {f6-^h^->-7 - (4 - fcf' J 

-4-4^/'J-;h?}-^->} 7x^;u) -n, n-^jl^jiou 

7 

WM (N ' - { 2 □□- 4 -[ (7-hKD + y-6-/h4 1 y-4- + 
■^-yU-;i/) ^-^->]7-c-JU} — N, N->?IfJH>l/7, 83m g) U 
r>A (138m g), 4-^DD/f^eUy>Iiig (49mg) &N,N-^^f=- 
5 K (lml) fC^«?L^ia-ei8B#ra^Ufc. KJ£ig£*&K:7k£Jn 
^op^;ua-^dav-;1/ (3/1) TtttBLfeo *r«Ji*M7kfilEK^-h 
U^AWl, «EETflS«E«re*LT»e»nfca$*HPLC»CT«f»L, 31 
j@tf>te-&^£57nig. W56%T?#fc 0 

'H-NMR (CDCh, 4 0 0MHz) : 5 1. 2 6 (t, J = 7. 3 Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
SIM (ESI-MS, m/z): 5 0 8 (M + +l) 

127 :N- (2-^no-4 - {[6 - p< h^y- 7 - (4 -qB;t^U 7 

lh±2) ~ 4 z4±VjL^2k] ^->} z^2k) -n' -y'n^jiouT 
N-{ 2 -*PD-4-[(7 -fc Ho+y- 6 - ^ h^y-4-WJ-^) 
7irjH — N ' -7°Ph°;U^I/T (7 0mg). mm.il (3 0m 

g), ^^fl/^D5K (8 0^1) ^N.N-y^^MMTS H (5 
ml) £»#L£ffiT3llf|HJS!#b£. «JET»#&S=&LT»Sttfc»£K:7fc 

T»«E*S5SLT»e>nfca$€x— ^^t^l, n- (4 - {[7 - (4-y 

— N ' - yntVW l/7£4 3 mg, JR*S4 6 #&nfc4»W# 
(4 3mg)> js^^'J^A (3 0mg), ; &;P^U> (4 0 Ml) SN,N-^f 
^A7 5F (4ml) fc»#L£fflT?-H!feiI#Ljfc. »EET*«SE*S*LT 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : 5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

nmfttfrM (ES I -MS, m/z) : 5 4 5 (M + + 1) 

HMffO 28 : N- [2-^DD-4 - ({6-^h^y-7 - [2 - (4-^^ 

;i^bf^^i>V)x h^->] -4-^t'/'j-;i/} 7x.-)i] — n ' 
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N-(2-^on-4-[(7-kKo + y-6-^ H4^>- 4 -^"TV U — )V) 
7x-JH -N* -ZfU\Z)VVVT (60mg), U £A (3 0m 

g), l,2-y7*Dtl3'> (7 0/il) ^N.N-y^^MJI/AJS H (4m 1 ) 

B*LT»6-tlfcgj$*X— ^P-Cac^b, N — (4- {[7- (2-7ntih 
+ - 6 h^x-4 - + ±V*'J -;H - 2-7DD7I-JW - 

N' -^Db: 0 ;i/-j7l/T^4 6mg, iR$S6 2 %Tf#7c. t# £tl£TO# (4 6mg). 
«K*U^A (2 0mg), N-^^;i/hf^^^> (5 0 Ml) £N,N-v^^ 
*M75 h* (3ml) fci8#L£ilT--lft*#Ljfc. »EETig#E£S£LT» 

»»£*8zkl»Bt:*- h 'J7A«b, »ffiT»«£«*LT ! »5nfca££^D 

d a / ;* $ j -jix-m mt z> > u tj ? )v 2 □ h ^ 5 7 ^ - tc <£ 0 wei l . 

g|0ft^ft5 2 4rag < »5 0%Tf#fco 

'H-NMR (CDC 1 3, 4 0 0MHz) : <5 0. 99 ( t , J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 6 8Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
»*##rM (E S I -MS, m/z ) : 5 3 0 (M + + 1 ) 
mmmi 29 :N- {2-^dp-4- [(7 - {2 - [(2-b Kn^~>x^;U) 

OL£2k> T^y] ih^y) - 6 h^->-4-^^-yu-;i/) ?j-^>] 7 
niH — N ' --7°Db: 0 ;i^uy 

N-(2-^OD-4-[(7-hHn + y-6-/h + y-4 - *t!/U-;W 
:t=t^>] 7i-JH — N ' (65mg), m^#U^A (3 0m 

g), 1,2 -y7P ; 6I^> (3 0 Ml) SN,N-y/5 1 MM7 5 H (4ml) 
\ZteM 3 1^118*^ Lfc.«JET»ttE&©* L/Tf# Stlfca* fCTK^UDA, 
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ZnaftJlsA-vmrnisfz. f if^H^iSt h 'J UATfejiL, «JEET&lft£ 
S56L,T»6nfcS$*I- ^TSfc&U N — (4- {[7- 
+ -6-*h*$/-4-*^/U-;i/] -2-^7DD7iZjW - 

N' -yntr;i/^7^7*3 6mg> JR^4 5 %T#7c. f# £ *17c 4 1 (3 6mg), 
fflBtftWA (3 0mg)« N-^^H^y-^JS > (3 0 Ml) £N,N — v 
^fMM75 H (3ml) fC^L^T-M#L7Co MffiT«£®Sc 

Kb, »{t^2 1mg < iR$5 5%tffc, 

'H-NMR (CDC 1 3, 400 MHz): (50. 98 (t, J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H). 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1 H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 ( d , J = 9. 03Hz, 
1H), 8. 6 4 (s , 1 H) 

R«#*rffi (E S I -MS, m/z) : 5 0 4 (M + + 1) 

^KBfll 130 : N- [2-^DD-4 - ({6-^N^~>-7 - [3 - (4 

^^7->7)7°D^y] -4-^-^V'J-;i/} 7iz;H -N' - 

N-{2-7DD-4-[(7-th'D + y-6-^h + -/- 4 -*:M/U — ;P) 
7i-JH -N' -yptr;i/^7UT (7 5mg), wiK* U #A (3 Om 
g), l,3-y7*DqE7"DA°> (7 5jul) ^N,N-y^f MM7$ F (4m 
1) IZg)lli?£T3St«Lfc 0 »ffiT^«&e*LT#e.nfc«$t7K* 

*»*e*LT»e>nfejs*sx— n- (4 - {[7 - (3-^d 

tT'D^y) - 6 -p< — ;W] - 2-^/DD7i 

— M — n ' -^otr;i/»^u7S 5 Omg, « 5 2 f# £>n/t 

(3 0mg). mmtS^Oh, (2 Omg), N - ;* fcf^ (4 0 Ml) £N, 
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N-y^^MMTSH (3ml) MiET?g^ 

fe£g £ £ £ n d a/* 37 y -;pt?JRWT S 5> U # p v h 7 -y - fd 
ck DUIl, »ft^2 0rag, J»6 3%Tf#fc 0 
'H-NMR (CDC 1 3 , 4 0 0MHz): 50. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H). 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
li^ftl (E S I - MS, m/z ) : 5 4 4 (M + + 1 ) 

gjgfly 13 1 :N' ~\2 -9UU- A- {{§ - *Y*c=s- 1 -\2 - (1 H— 
1, 2. 3-h'J7'/-^-l-<Jl/) Xh^yl-4-WJ-^} t^y) 
7xr;|/]-N, N-ylWU7 
J^JfSf (N ' - {2-^DP-4-[ (7-th'D + y-6-/h + y-4- + 
^->]7i-JH -N, N-^X^^l^T, 83m g) ,mm*j V 
(138m g), 2- (1H— 1, 2, 3 — MJ 7V)V— 1 —^)V) JL^JV 4 
-*^Jl- 1 -s<>-i?>X)l7*i—h (59mg) &N,N-y7fMJl/A7 
5 K (lml) fC»#L80 , CTl8RFlHJi»#Lfc. S^jg^»C7fcSJD^, ^DD 
^A-7"a/V-jl/ (3/1) TtatHLfc. WffiE£M*«£gtf-MJ£AT$t; 

^F B Wih'JX^7$> (0.027ml) ©i'Dn^A (lml) mWZ. OtTh 
U*X^r> (90mg) in AT. 30#|fflft# Lfc. K^jg£4fc£0 , CK:?'fr2fll,&gt 
5?IW5> (0.044ml) SriffiTLTiD*., 2WinSi*TMLfc. 
Jft2g£-#iK:i&fn^®?7.k&;h h U r yA7K^^^^SPA, ^DnMA-7'n/v - 
;U (3/1) TJfifctSL/c, #«Ji&&7K«EH6:7- h "J >7AT^il, MEETi§*S£ 
SSLT^en^^SHPLClCTftiU ^lOft^^Omg, «29% 
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'H-NMR (CDCh, 4 0 0 MH z ) : 6 1. 2 6 (t, 1 = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d, J = 9 . 0 
Hz, 1H), 8. 6 0 (s, 1H) 

mmmi 32 : 3 - (r4- (3 □□- 4 - (r (^x^i/T^y) tuitf- 

— N, N-yIfM-/\7-ff 

J^£f (N ' - {2-^DP-4-[ (7-kHn + y-6-/h + y-4- + 
^/Ux;U) t+y]7i-;H — N, N-^X5P;i^ l/T, 83m g) ,^g?*U 
->A (l38mg), 3-7'nt-l-^n/W-^ (0,027ml) £N,N - 
*;PAT5 H (lml) L80t:Tl8B#r B 1WLfeo KmU^mzy^m^. 

^□□^A-7°D/v-^ (3/i) -eatBL^o w«i**4g7keSK^-hu^ 

f#7^ 0 tfffflttt h'JX^7 5> (0.027ml) CD^nn^^A (lml) 0 
°CTMJ*xy> (90mg) JP^T. 30#IW«#Lfc. SlS^ll^O'CC^L 
yX^7 5> (0.044ml) . &SITL TJn X., 2B#fBj75^tT^ia*T , #iSL 

AV-;P (3/1) Tft&ttiLfc. W«»&fc*aHB^HJ*ATtt«U MEET 
*««*e*LT»e»nfc35$SHPLC*c:T»«L, «§ICDffc-£-«i9mg, JR 
^17%Tt#fe 0 

'H-NMR (CDCh, 400 MHz): 51. 04 (t, J = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 
1 = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 



WO 00/43366 



PCT/JPOO/00255 



- 125 - 

(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
nffiMl 3 3 : N— r2-^DD-4- ({6-;* h^>-7- f3 _ (4-fcf ij 

WM (N- (4- {[7- (3-yDtyo#+y) - 6 -pt h=^>-4 
j-V0-)U]**><} -2-^DD7i-Jl/) -N* 80m g) , 

mm**)?!* (l38mg), 4-^M7°hIfUy> (22mg) gN.N-^^^P 
K (1ml) IIg)|lMT3IIF«LL Kfcfi^ftfcTKfcJD;*., 
^□n^A-7°D/\V-JP (3/1) Tft&ffiLfc. ^8Ui£fc7fc«M&:f- MJ£ 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4- 2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0 -4. 8 0 (m, 1h), 6. 62 (s, 1H), 7. 11 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1 H), 7. 45 (s, 1H), 
8. 19 (d, J = 9. 0Hz, 1H), 8. 30-8. 34 (m, 2H), 8. 
5 5 (s , 1 H) 

K*^#Tffi (E S I —MS, m/z ) : 5 5 4 (M + + 1 ) 

mmm 1 3 4 n— {2-^pp-4-r (6 - * h=^>- 7 - { 3 -r ( 1 - * 
1 h- 1 , 2, 3, 4 -f b 2-Zz: ^- 5 -<;i/) ^^-lyn^^^} - 

mm (N- (4- {[7- (3 -yu^mf^is) -6-*h*~>-4-* 
j-W -)V]3r*i/} - 2 -Zuuy — N ' — T7°D 11)1/0 1/7, 80mg) , 

M^U^A (138m g), 5 h- 1 -7=- h^V-^ ( 2 3mg) £N,N 
-y^fWA7SH (1ml) L^MT 3 Pf^ffi^ L7c„ 

(C7K^»n^., ^DD^M-yD/v-;!/ (3/D TtttBL7c 0 WM^^ 

fife®?:*- h U MEET^^g*LTf#en7c^^^x-^;UTgfc# 
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u 3EjH©ft^**7img, ^ms5%-cnrzo 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 1 (t, J = 7. 3 Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 

Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 

Jt»##HI (E S I -MS, m/z ) : 5 5 9 (M + + 1 ) 

^t&M 135 : N- (2-#DD-4- U 6 - * h^->- 7 - (3 - fcf^U V 
/7°D^y) - 4 -^y*U-;n^v-} 7xZJ^) — N ' -y°n¥)iou 
7 

N- {2-2UU- 4-[ (7-tHD + 5/-6-^h^>-4-WJ = 
;P) tf-^j^xli;!/} — N ' -7°DTOU7 (500m g) ,«K*U^A (857 
mg), l,3-y7Dt7"D/t> (0.5ml) 5N,N-y/f K (5 

mo izmmisMi^-? 3mm%t&Lfzo «jET*&£e5&LT»e>n&s£fc* 

ZJmpL, 7DD^A/2-7"DAV-J^ (4/1) Tft&fctJbJt. WtttJi&ftgTfcigfc 

N- (4- {[7- (3-7"0 ; E7"D^y) - 6 - h^~>- 4 -^^l/U — 
Jl]**^} - 2-/?DD7x"jH — N ' -7°a tf;i/H7 l/T^451mg> JR*S 7 
l%Tt#7c 0 N — (4- {[7- (3-7*nt7'D^y) -6-^h^i>-4 
-^t^J^^t^y} - 2-^DD7xrJH — N ' -yohf;i/^i/7' (70 
mgh j^^'J^A (54mg), hf^Uv> (39ul) ^N.N-^^MMTS 
K (2ml) fC«#L£iBT-|feJft#U;fc. «ffiT»tt&&®£LT»£ftfcg|£ 

^y-iK2 0/1) Tlit§y'J^y;^o-7 fC«fcO««L, 
^®cDfb-&#/^35mg, iW50%Tt#/i. 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 8 (t, J = 7. 6Hz, 3H), 



WO 00/43366 



PCT/JP00/00255 



- 127 - 

1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H). .2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2 . 
7Hz, 9. OHz, 1H), 7. 32 (d, J = 2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1 H), 8. 
6 1 ( s , 1 H) 

mffiMl 36 : N- [2-QUU-A- ({7-;* h^>-6- T2 - (4-^^ 
^^7y;) i^yl -4-^±y'U-;|,} 7xr^l — n ' -y 

(N- {2-^nn-4- [(6-kFD + y-7-^ ^y_ 4 _^ t y IJ - 
;p) ?r4^>] 7x-;H — N ' -^Dt°;i/^L/T (5 0 Omg), j^7jU^7A (8 
57mg), 1, 3 -V^Tu^'uny (o. 5ml) SN, N-v^^tfOl/A 
(5ml) K$#L£jfiT3l$fig«#Lfc. «fiETJg«£S£LT»Sn 
fcglSfCzkSrJn*., ^OD*W2-7'0/V-JP (4/1) T*fi£tJL7c„ W 
*$Jf £M7j<i«ftg£^ h U 7ATSIL, MJET?^^@SLTf#^n7t^^^x- 
"rJl-Cfo&L, N- (4- {[6- + -7-p<N + ->-4- 

^r^-yj— ;H - 2-^7007x-JH — N ' -7°Ot>7l/7^4 5 

lmg, JK^7 N- (4- {[6- (2-7ntlh + y) -7-/ 

h + y-4-+tV' l J-JH :t4^>} - 2 -^OD7xZJW — N ' -yu\±)V 
OUT (5 0mg). mmtlWA (40mg), N-^^I/tf^v^ (5 0# 
1) N-y^fWA7> K (1ml) L^J&T— Lit. 

* LTf# e>nfcsi$ * ^ p d/Jn;i/a/p< ^ y — ;utjiwts -> u ii¥)i?7 dyf 

i^77>f-l:J;t)«8U ^m<Dift^iti 2 Orag, i«4 4 %Tf#7c 0 
'H-NMR (CDC l s , 4 0 0MHz): 50. 98 (t, J = 7 . 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1 H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1H), 8. 6 2 (s, 1H) 

nmfttirm (ESI-MS, m/z) : 5 2 9 (M + + 1) 

^flBffJ 137 :N- [2 - ({ 7 h^f>- 6 - [3 - 

(N- {2-^7PD-4 - [(6-kHP + y-7-^h + y- 4 -+±V'U ~ 
^s/) 7iZJH -NT -ynhf^-^l/T (5 0 Omg). j^#U<7A (8 
5 7mgh 1, 3-y^Dtyo/^ (0. 5ml) ^N, N-y^fMM 

(5mi) izmmL^-c3mmm&Ltz. M&Tmm&m&isT&zn 

static* Sim*.. ^□p*;ua/2 -7'p/v-;i/ (4/1) TifflLL 

tMPT&^U N — (4- {[6- (3-ynt7'n^-» - 7 h*is- 4 
-^-fW—M ttis] - 2 -2 DD7x-JW — N ' -yntf;U"^7l/T^4 
5 lmg, J1X^7 1 %Tl#7c 0 N — (4 - {[6 - ( 3 - yn^^n^y) - 7 
b + :>- 4 -^yjx ;P] - 2-^dd7i-jH — n ' -y"u 

\±)VOUT (5 Omg), «ge*U^A (40mg), N - * ^ V> (5 

On I) SN, N-y^fWA75F (1ml) CSil/^-ftjl^L 
fee «JBET?SJK*a5feLT»e»nfeS$Cfiain^K7K*^- h U 2»*«»c&in;*. 

h^^-r— KiBSMBU ^m<Dit^m^: 2 Omg, iR$44%r#fc. 
'H-NMR (CDC1;, , 4 0 0MHz) : <S 0. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H). 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 

R*^#fM (ES I - MS, m/z) : 5 4 3 (M + + 1 ) 

gygfljj 38 : N- (2-^PD-4- {\ 7 - * b 6 - (2-fcf'Jv*;!/ 

JK£f (N — {2-*nn-4-[ (6-kFD^y-7-/h + y-4-^ 

^/U-;u) t^y]7i-;M -n' somg) ,mmtiw& 

(I38mg). 2- (^PD^fJW tf'J> ? >^^ (41mg) £N,N->**^;i, 

*;i/AT5 h dm i ) izmMLi20°cis3mmm^Lr^ o Ki^m^mzy^m^. 

$uu*)\,K--7un; -)), (3/1) TifitiJLfc. Wil^i/MthU^ 
ft;-£-$l£54mg> i»55%T1#7Co 

'H-NMR (CDCh, 4 0 0MHz): 5 0. 9 1 (t, J = 7. 6 Hz, 3H), 
1 . 5 1-1. 5 8 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s , 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. OHz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 
3f*^#Hfi (E S I - MS, m/z ) : 4 9 4 (M + + 1 ) 

fgMffJl 3 9 : N- (2-^pq-4 - {f 7 - t< K^>- 6 - ( 3 - ^fr ij 
-4-^^-yu-;M^-^->} 7^-;^) -n' - gjkg k 

T 

M£f (N- (4- {[6- - 7 - * V * is - 4 - 'J 

- 2-7DD7i^) — N ' 54mg) ,£2gg 

#'JOA (l38mg), ; E;1/^ i J> (0.017ml) &N,N--/7fMM7SH (l 
ml) £^Ll20'CT3f$Kffi#L;fc. £JftjS£40K:7fc£in*., 7nn^A 
-yp/\V-;i/ (3/1) TfcbffiLfc. M&i7XMth'J^A«L> 
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'H-NMR (CDQa, 4 0 0MHz): 6 0. 9 1 (t, J = 7. 6Hz, 3H), 

1. 4 7 - 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2h), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3H z , 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m, 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2 . 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. 0Hz, 1 H), 8. 54 
(s, 1H) 

mmftffim (esi-ms, m/ Z ) : 530 (m + + d 

g»Q 40 : N- {2-^DD-4 - f (6- (3 - ( 2 - fc FD^yXfJl/) 

(2Lf2k) T$/iya^^v} - 7 h^i/-4-WJ^) yf^risiy 

JM*^ (N — (4- {[6- (3-7'ot7'n#+y) -7-^h*x-4- + 
-fV)J-)\/]3-*~>} - 2-7D07x-J|/) — N ' -ynhf^^l/T, 5lmg) , 
fcWt%W2* (68m g), 2- (^^757) X^/— ;U (l5mg) £N,N- 
y^fMJ^7 5H (lml) {:^L80tT3PtFWbfco 
7K£3rax., ^7DP^;UA-7°o/NV-;y (3/1) TiSfflLfc. WlISi/Ki 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 5 (t, 3 = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 15 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, 3 = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
3 = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 27-7. 28 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

nmmi 41 .• N- (2-^DD-4- {f6-^ (2-ifV5?)V 

* -4-^;'JJW'» -N' -7°nb 0 ;u^l^T 

JKtf (N- {2-^nn-4-[ (7-hFD+y-6-/h^y-4-*y 
U;i/) t^y]7i-JH — N ' -^otf^^UT, 80mg) U£ A (13 

8mg), 2 - ^DD^fJUf U S^>ifttt46[ (4lmg) £N,N - *J*^)l*)V2± 
75 F (iml) fC»»L80 < CT?3I^M«^Lfc. SJ&ffi^lfcfcTK&Jn*., 
□ MA-^D/V-;l/ (3/1) Tft&ttlbfc. W£i7MthU^AT 
ffi**U IiETiti^§S lt# Snfci^ PLC CTii &m<D4t& 
#>£81mg, «82%Tt#fCo 

'H-NMR (CDCh, 400 MHz): 60. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, 3=2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, 3 = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, 3 = 7. 8 
Hz, 1H), 7. 69 (dt, 3 = 2. 0Hz, 7. 8Hz, 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, 3 = 5. 1Hz, 1H), 8. 6 
1 (d, 3=4. 6Hz, 1 H) 

K*##rM (E S I - MS, m/z ) : 4 9 3 (M + + 1 ) 

mmm 1 4 2 : n- (2 - - 4 - (r6-^ 7 - o - >w 

-4-^yj;i/1^'>) 7i^) — N ' -7'D^l/7 
JSi^f (N- {2-^DD-4-[ (7-kFo^y-6-^h + y-4- + y 
U;P) tt>>Y7 -N' -^P \L)\,WT* 80mg) U C?A (13 

8mg), 3 -i7UU^)V\d W>m&6& (4lmg) £N,N - *?-)l<-ft)lA 
75H (lm 1 ) {C?§^L80 , CT3B#ram#L/c. RffiJg'&ttKlTKSiJn*., ^P 
P^;UA-yP/W-;U (3/1) TtttBLfco WatJiSr^TKSttK^-hU^AT 
ftjftU «JET»aES®*bT»e>nfcS*&HPLCCT«fJSU, «fi©<k^- 
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'H-NMR (CDCb, 4 0 0MHz): 5 0. 9 7 (t, 3 = 7. 3 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2 -4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 09 
(dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
nmftffim (SSI-MS, m/z ) : 4 9 3 (M + + 1 ) 

14 3 : N- (2-^DD-4 - {r6-^h^->-7 - ( 4 — bf U >?;U 

-4-^yj;i/i^->} 7xzji/) — n ' -ypg^frnr 

IK** (N — (2-^dd-4-[ (7-kHo + y-6-/h^y-4- + y 
OJU) tt->]7iZJH — N ' -ynmi/J, 80m g) (13 
8m g), 4 -^oo^;Uk?U ^>4tt»4tt (4img) SN.N-^fWA 

p^;i/A-yD/w-;u (3/1) TfflfflLfc. fii^MMthU^At 

tt«U iETii!S:gSL,Tf#e»tl^$^HPLC(:Tiij U mM<Dit 
^7 1mg, iK^71%T#^. 

'H-NMR (CDCIa, 4 0 0 MH z ) : 5 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 0 5 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, 3=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 

(dd, 3=2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

nmfttitm ce s i-ms, m/z ) .-493 (m + + 1 > 

mMiffl 14 4 : N- (2-^na-4 - {f6 - ^ h±j>- 7 - (2 -=E 
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yxh^-» -4-4yj;H3Mpy} 7x~;w) -n' -:/abf;Pfr t^y 

HC** (N- (2-^Dn-4-[ (7-fc + fs^^_ 4 _^y 
U;i/) ^y]7i-JH - N ' -zfEDdJlsVUT, lOOmg) U £ A (l 

72mg), l,2-y^n ; EX^> (0.086ml) ^N,N-y^^MJl/A7$ H (l 
ml) fc»#LfifflT3l$ra*#Lfc. R^«g^«fc7k*JDA, *no*;i,A- 

yp/NV-;p (3/i) -eamLfco ^r«»**i*aEK^huoATtt*b, m 

£ET*l«*e3cLT»enfeJ8$*X-T';PT«5»L, (N — (4- {[7 

- -6-/h^>-4- + /ij;i/]t+y} 

uy^~)V) — N ' -^Dtf^^UT) «**U*A (I38mg), 

; E;U^U> (0.17ml) ^N,N-y7^MM7aH (lm 1 ) ^^L80°CT 
20#rBljf^Lfe„ SJfS^l^tCTfcSrinA, ^□□^A-7 , DAV-^ (3/1) 

1 H — NMR (CDCh, 4 0 0MHz) : 5 0. 91 (t, J = 7. 6 Hz, 3H), 

1. 50-1. 59 (m, 2H), 2. 57 (t, J =4. 6Hz, 4H), 2. 

8 8 (t, J = 5. 9Hz, 2H), 3. 18-3. 2 3 (m, 2H), 3. 6 8 
(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 

9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 

3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2. 7Hz, 9. 

0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1 H), 

7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 
K*#*fffi (E S I -MS, m/z ) : 515 (M + + 1 ) 

145 :N-r2-^C3D-4-r{6-yh^>-7-r2 - (1 H - 1 , 
2, 3-F'J7'/-Jhl-^^) Ihtyl-4-^'JM ^y)7x-JH 
— N ' -y°nE)lOU7 

IMH (N- [2-OUU- A-\ (7-tHD + >/-6-^h + y-4- + ; 
U;p) t^y]7i-JH — N ' -^Phf;P^l/T, 80mg) Jt^U'y'A (13 
8m g), 2 - (1H-1, 2, 3 - h utv/— i — r;iO x^;u 4-y 
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1 -^>-fc? >X)V7*i— Y (59mg) &N,N-y^^*Jl/A7$F 
(3/1) Tfi&ffiL^Cc tli^KMthU^AT^L, 

meeti&m & v Tt# e> n&gi $ £ , zuu -^jia j — jmm m l h 

'H-NMR (CDCh, 400 MHz): 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
K*£H/rfi (E S I - MS, m/z ) : 4 9 7 (M + + 1 ) 

146 : N-T2 - jy □□ - 4 - ({7 -\2 - (1H- 1 gVU ;IQ 

Xh^yl-6-/h^y-4-^yjJH t^'»7i"JH-N' -7°Db:^ 

J^£f (N — {2-^nn-4-[ (7-hFD+y-6-/h + ->-4-^; 
U;i/) ^y]7izjH — N ' -y"a UT , 80m g) M&ft'JVA (13 
8mg), 2- (1H-1— fS^VUJW 4 1 -^>-tf>7s 

;P7^-^-h (59mg) ^N,N-y^fMJPA7Sh' (lml) tC^?Ll20 

T:T5TOj$#L£o MJ5S^^#/tZ7)c^ijn^, ^pp^A-ynyw-Ji/ (3/ 
1) TtttB L7co WM^^KM^MJ^AT^U «JBET»tSE*f5f5feLT 
»£ft&38Sfc. ^ D D * jl/A - ^ ^ y - jUrlfl LfcH P L C CTiS L> 3c 
m<Dit£>!&)Z: 8lmg, iK^82%Tf#£. 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7 . 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, 1 = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 
liMM (ES I-MS, m/z) : 4 9 6 (M + +l) 

mmmi 47. -n- (2 □□- 4 - {n - (3-bh'p^->yp^y) 

-6-^ h ^>-4-^7 lUH^y} 7x-J0 — N ' -yDtf;i/^7L^T 

WM (N- {2-^OD-4-[ (7-th'D + y-6-^h + y-4- + / / 
U;i/) t+y]7i-JH -N' -7°o t°;i/^7l/T, 80mg) (13 
8mgh 3 -yn^E- 1 -y"unj-)V (0.027m 1 ) £ N,N - y7 ^;i/*;UA 
K (lml) fC^L^Tl8B#^i«^L/t, ^?M^(C7K^iD^, ^P 

p*;bA-yp/\v-;p (3/1) T*fimL7c 0 fii^i/Mthu^At 

'H-NMR (CDCh, 4 0 0MHz): 50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s. 
1H), 7. 03 (dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
1 = 2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
^ffiffl 148 :N- [2-^7PP-4 - ({6-^h^F->--7 - [2 - (4-^ 

mm (N- (4 - {[7 - (2-7'Dtlh^y) - 6 - * h^i>- 4 »J 
)V\ -*3r : y) - 2-^DD7i-W — N ' -7"P t°;i/^i/T, 5 0mg), ^ 
*U7A (13 8mg), 1 -^^;Utf^^>?> (0. 0 5 5ml) ^N, N-y 
/fWA75 K (lml) KSS? tSStl 8P#r^j«^L7"co ^JfcrF^tifc 
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7K£ft]*.> ^□□*^A-yniAv-;u (3/i) TittiLt mmm^M^m 

U Wtm<Dik&%i%: 5 4mg> JR¥ 1 0 0 %Tf#fc 0 

1 H — NMR (CDC 1 3 , 400 MHz): (50. 92 ( t, J = 7. 3Hz, 
3H), 1. 4 9 - 1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5 -4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

fi^tffl (ES I -MS, m/z) : 5 2 8 (M + + 1 ) 

^ffiffil 149 : N - (2-#PD-4- { r 7 - yX h 4^ >Q - 

6-^h^y-4-^y'JJWyl 7iZ^) — N ' -yPtfJ^l/J 

(N- (2-^7DP-4-[ (7-hHD + y-6-^h + y-4-^/ 

U;iO t+y]7iz;H -n' -:/p tMl^UT, 80mg) t m.mtiW2* (13 
8mg), 2 )]/ (o.02lm 1 ) & N,N - y7 9 1 -;1/aK;L/A7' 5 K (l 

ml) K»#LMTl8P*lfflift#L&. JE^jg^<»fc7k&JlP7L, 
yp/W-;l/ (3/1) TififctiL*:. ^fiJf£&7KM^ MJ"7A«U M 

'H-NMR (CDCl.-., 4 0 0MH z ) : <5 0. 9 6 (t, J = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J =4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5 . 4Hz, 1H), 6. 
77 ( d , J = 8 . 3 Hz, 1 H) , 7 . 08 (s, 1H), 7. 08 (dd, J = 2 . 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 2 . 9Hz, 1 H) 
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mmmi so .• n- {2-^pp-4-r(7- {2-r 

(N- (4- {[7- (2-7"otih + y) - 6 - ;< h*>-- 4 
U;U]^'>} -2-^OD7x-jW — N ' -7°U\Z)VVVT, 50mg) ,jE*gg 
TJU^A (l38mg), 2- X^/-;P (o.040m 1 ) £N,N- 

y/fMM7$ K (lml) fC^L^STnsWIM^Lfc. £jfc*g£Wc: 
7K£#n*., ^on^;PA-yPAV-^ (3/1) TttffiLfc. W«8/I£4McfiK 
ith'J7A«L, MJ£T?£$;£®£LTf#£nfc8l££, X— ^l/TSfc^ 
U SH<7Mt;-&^£53mg, Wl06%Tf#fc„ 

'H-NMR (CDCh, 4 0 0MHz) : 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5 . 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J=2. 7Hz, 9. 0Hz, 1 H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1 H), 7. 47 (s, 1H), 8. 24 (d, J 

= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

Ma^-tffM (E S I -MS, m/z ) : 5 0 3 (M + + 1 ) 

mmm 151 n- (2-^pp-4 - (r6-^h^->-7- (3 - ^e^^u 

^7'D^y) -4-t;'JWy) 7x^) — N ' -y°U\±)^V7 

IK*Sf (N — (4- {[7- (3-7*Dt7"n^-» _6_^|.^^_4_^ 
^'J^+y} - 2-7DD7X-JI/) — N ' -?U\d)WU7, 52mg) ,^ 
j^#U^A (138m g), ^E;i/^U> (0.044m 1 ) £N,N - V *^)\,-fo)VAT 5 

k dm i ) izmmi<^-ci8mmmftLfz a Kfem&mzfr&m^ ^pp* 
^A-yp/w-;i/ (3/i) -cmmLfzo ftmm&MTkmmj'bvv&'zft.m 

23m g, JK^44%Tt#7Cc 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9 - 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0 -4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

152 :N-r2-^DD-4- (6-;*h^>-7- U3- (4 -^fP 

JSC** (N — (4- {[7- (3-7*D ; E7'D^y) ~6-yh^>-4- + 
SVJl]**^} - 2-70D7x-W — N ' -yofcT^UT, 52mg) 
WMWA (138m g), 1 -*^;i/tf^7v?> (0.055ml) SN.N-v?*^ 
*^A75 F (lral) fC*»USfflTl8l^M«^L/fe. SJfSS^fC**iP7L, 
^□07jN;i/A-yn/w-;u (3/1) TttffiLfeo =frttUl§&7kiSH&:*- n u 

ft;£-#>£4lmg, iK^76%-Cf#7Co 

'H-NMR (CDCh, 4 0 0MHz) : 60. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9 - 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2h), 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8h), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9 Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 83-4. 92 (m, lH), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1 H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

nmtttifm (esi-ms, m/ z ) .• 542 (m + + 1 ) 
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mmmi 5 3 :N-r2-^DD-4- (6-^ h^->- 7 - (T3- (1H-1. 
2, 3-hVTV-)l-l-^)l) 0)1} 7i 

hUTV— ;K0.41ml), l-70t-3-^PD7'0/D (0.79ml)> 3 "Wb^ 
h^^T^^A (lOmg), *3ct^3M7K^k^-h U^AtK*« (lml) 
^7-trh> (10ml) KiSflPU 50t;Tl8l#fBJ*#Lfc. SrtJffi^tCTkSJPit, 

ML. rpmfo (327mg) £f#7c<, 

Mm (N- {2-^7DD-4-[ (7-kFD + y-6-^^y-4-^;iJ 
t^y]7i-JH -N' -7°nfc: 0 ;i/^I/T, 80mg) J^^U^A (138 
mg), ituj/tftf)^^ (43mg) ^N.N-y^^Jl/AySH (lml) IZfeM 

{.Sox:-? 3mmmwLtc. Ktem&mzTk&uaz.* ^□o*;uA-:/DAv-;t' 

(3/1) TtttBL7Co MS^^x^^ h ij ^a«L, MJET^^g 
£LT# ^no^A I ^-9 J — ^TJlMT^HPLCfc: J; OliS 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6 Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2 . 
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4H z , 1 H) 

nmfttirm (ESI-MS, m/z):511 (M + + 1) 

ggMfU 54 :N-r2-^DD-4 - ({7-f3- (1H-1 )l) 
7°D^yl-6-^h^->-4-^yUJP) ^ji-^I-N' -7°U\d 
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-T 5 ^V-;K680mg), 1 -7'Pt- 3 -^DD^DA> (0.79ml) > 3 Vit^ 
b^y^)UT>^^A (lOmg), &£Z$3M7m{tJ-hVyA7mWi (1ml) 

£7-feh> domi) izmmv, 5ox:-vi8mmmw vtz. K^m^^^u^., 

§2U (1- (3 -^D07"oejW -lH-^5^/-jk 525mg) £ 

mm (N- {2-^nn-4-[ (7-th*n^y-6-/h^y-4- + y 
»J;U) t^y]7i-JH — N ' 80mg) J*&;frU£A (13 

8mg), S93®0«t«Wff (42mg) SN,N-^^MA75H (lm 1 ) fcig 

;i/ (3/1) TJfitiiL£. #««£&7Rl*a^HJ#ATtt*U «JET»<«* 

e*LTf#e>nfcgi<*£, ^dd^a -assist shpu:k: .to « 

$3L, 3aH<ZMfc^fo&23mg, iK^23%T#7Co 

1 H — NMR (CDCh, 4 0 OMH z): 5 0. 9 1 (t, J = 7. 3Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9 Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H), 
7. 12 (d, 1=2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz , 1 H) 

155 : N - {2-^DD-4-r (7 - {2-\zs ->X^ 
)V> -6-^h^y-4-^yU^) ^y17x_JH — N 

JOTO (N — (4- {[7- (2-7Dtlh + y) - 6 - ^ h4^>- 4 - * / 
U;i/]^-+->} -2-^do7x-;W -N' -7°ntfjWI/7, 50mg) 
AUOA (l38mgK 1 -pt^;Hf^7^> (0.055ml) £N,N- v^^JPtJn 
^A7 5K dm 1 ) JC»»LMTl8l^Hia9^L/fc. EJftig-&&fc*£iin;5L, 
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^DD*M-yo/v-^ (3/D rmmvtzo mmm&m*mmi-hvv 

ft:^S:46mg, 4X^92%Tf#fc. 

'H-NMR (CDCh, 400 MHz): 50. 92 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 75 (s, 1 H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, 3 = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
mmmi 56 :N- A-\ (7 - (2-k h'n^yxf 

mm (n — (4- {[7- (3 -yn^-fu - 6 h+^- 4 

/U;U]^-+-» -2-i7no7xzjW — N ' -^oWl^7, 52m g) 
R^U^A (138m g), yX^;-jP75> (53mg) *N,N-^fMM 
75 H dm 1 ) fc»#L£MTl8l$ra«#Lfc. K^jg^^TK^Jn^., ^ n 
P^A-7°D/V-J1/ (3/1) TfflffiLfCo Wll^i*»h'JyAt 

#j£r4img, iK^82%Tt#/io 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 3Hz, 3H), 
1. 4 6 - 1. 5 6 (m, 2H), 1. 9 7 - 2. 0 5 (m, 2h), 2. 6 3 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, J =4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
K*##fM (E S I -MS, m/z) : 5 4 7 (M + + 1 ) 

mmmi 57 : N- { 2 -;7dd-4 -r (7 - {3-r (2-bh , D^>ifjM 

(N — (4- {[7- -6-^h^v-4-^ 
SV)Vpr**/} -2-2UU7x.-)V) — N ' 52mg) J 

&#'J£A (138m g), 2- (^f;i/75y) X^/-;i/ (0.040ml) £N,N- 
y/fM;i/A75H (lml) K*#l,MTl8l$Mi*#Lfc. Rjfo^-£#/fc 
7K^r*n^, ^nn^A-7°DAV-JI/ (3/1) TtatiBLfco WflUI^^TKfitE 

U &M<D4t&V3& 5 lmg, W98%Tf#fe. 

1 H — NMR (CDCh, 4 0 0 MH z ) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 5 9 (m, 2H), 2. 0 5 (t, J = 6. 8 Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J=6. 8Hz, 12. 9 Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 00-5. 08 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

W*##rM (E S I -MS, m/z ) : 517 (M + + 1 ) 

158 :N-r2-^DD-4 - ({6 - * b*i/- 7 -\4- (1 H- 1 , 
2, 3 - F'J7'/-Jh 1 7>^y1-4-^yjJW £±>0 7xX 

;H-isr -y"u\d)V^UT 

b UTV'-;K0.41ml)> 1 -yot- 4-^7 DD7'^> (0.93mlK H^^H 
77Til/7> : EzOA (lOmg), &£Z$3M7m<ti-hi)02±7mm (lml) & 

Tirh> (lomi) 5ox:-vi8mmmwLrco RjfcM&mzfc&naz.* 
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«U tpmt£ (1- -lH-l, 2, 3-h'Jjy-Jk 

314mg) ^fffeo 

(N- (2-^OD-4-[ (7-fc Fn^->-6-^ 
U;iO ^y]7i~JH -N' -ynfcf;P^UT. 80m g) U »>A (13 

8mg)> fuiii^^F^ (48mg) ^N.N-y^fjWATS H (lm 1 ) Kljg 

)i (3/i) -cmthLfz. mmmzmfctimj-b u irai^ 

S^U ^ffl©{t:-&#J^:42mg, ^40%T#£<> 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8- 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2 Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 4 9 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H), 8. 2 6 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5 . 1Hz, 1 H) 

nmfttirm (e s i -ms, m/ z ) :52s (m + + 1 ) 

HMffiJ 15 9 : N- {2-^DD-4-r(6-^h^i>-7 - (r5 - (1 H— 
l, 2, 3 — HJ y V— ;u — i ^>^;n^->} -4-^7U;i/) * 

h UTV-;K0.41ml)> 1 -7D€- 5 -^/DD^>^> (l.Oml) , 3^5=- 

b^y^jiry^-ryA (io mg ), 3M7Mfl^ h u OA?Kmm dmi) 

£T-feh> (10ml) JCigfiPU 50'CTl8BfPM#Lfco SJ&ig^Kzkfcan*., 
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JSU (ffHMfcCL- (5 -^do^>^- i h- 1 , 2, 3-HJ7V-;k 
390mg) 

M** (N — {2 -^nn-4-[ (7-hFo + y-6-^h + y-4- + y 
U;i/) tt«>]7z-;H -N* -yo 80mg) ,mWtXVy& (13 

8mg), tffJfiO + Wfr (51mg) ^N,N-y^^M;^7S K (lm 1 ) tcjg 

;U (3/1) TUfiHlU:. tli^iTRMth'J^AT^b, «JEETig&£ 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 92 (t, J =7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, 3 = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1 H), 
7. 03 (dd, 3 = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, 3 = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
Sl^fftt (ES I -MS, m/z) : 5 3 9 (M + + 1) 
mifoM 160 :N-r2-^QD-4 - ({ 7 - f4 - (1 H— 1 $ £VU 

^1/7 

-f 5^V-;K680mg), 1 -T'Dt- 4-^7 Da7^> (0.93ml) , 3 ^faT" h 
7^7/t-^A (lOmg), *«k^3M*B6^hUC7A7K*tt (lml) * 
Tirh> (10ml) (CigflfU 50 < CTl8B#KWL7Co M^^f^K^flnx., 

38 U 4»M#: (1- (4-^7DD7fJW -lH--f$^/-Jk 756mg) £t# 
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0.%% (N- {2-^OD-4-[ (7-tN'D + y-6-^h + y-4-^y 
D;i0 ^>]7iZJH -N* -yDhV^^y, 80mg) MmtlV^A (13 
8mgh ^ck^iuai©^^ (48mg) ^N,N-y7fjl/*M75 H (lm 1 ) 

y-JU (3/1) TlffllL ^»JB&&7Kttfc±hU£AT«*U 
^£@;£LTt#£nfc2§££. ^dp*;ua / ^^y-^TJgWT^HPLCfc «fc 

•H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H), 1. 98- 

2. 0 8 (m, 2H), 3. 2 5 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, J = 2. 9Hz, 9. 3 Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

m&Ml 6 1 : N- (2-^pp-4- {\ 6 - * h^-i/- 7 - 

*h*is) -4-^^-y'U-;H^-^'>? 7x~;p) — n ' - (2, 

tD7iZ^) OUT 

mm (N ' - {2-^DP-4-[ (7-th'D + y-6-^h + y-4- + 
^V*'J-;P) t+y]7x-JH -N* - (2, 4-/7MD7iZiW ^ 1/ 
T, 8 0mg) MMfiWA (138m g), 4 - ^ D □ ^ ^;Utf U ^>^:& (4 
lmg) ^N.N-y^^WATSh' (lm 1 ) Ci»LI'Slfl8BtF B »L 
/lo S^^-g-^lfCTK^jJP^., ^PD^;PA-7"D/W-;i/ (3/1) TttffiL7tc 

— 7^T#fc#U ^H^fc^t/^sOmg, ^R^52%Tt#fco 

'H-NMR (CDCh, 4 0 0 MH z) : 64. 03 (s, 3H), 5. 46 (s, 

2H), 7. 03-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, lH), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, lH), 9. 30 (s, 
1H) 

rnmmi 6 2 .• n- (2-gcm-4- {r6 -p< k^^- 7 - (^jEjw 

/XH=frx) -4-^'/'Jn;H^'» 7xZJV) -N' - (2. 4-y7 

HC** (N ' - {2-^OD-4-[ (7-tFD + y-6-^h + y-4- + 
t+y]7i-jH — N ' - (2, 4-y7MP7i-JW ^ V 
7, lOOmg) .j^ge^'J^A (857mg), l,2-y7'OtX^> (0.085m 1 ) £ 
N,N-y/fMM75F (lm 1 ) fc*#L£fflTl8l$lffli!#Lfc. 
^•#?{C7j<$riPA, yDDMA-7'O/U-^ (3/1) TfflajLTCo 

ifc#U + (N- (4- {[7- (2-7*Dtlh + y) -e-^f.^. 
4-WJ^]t+y} - 2-^D07x-J|/) — N ' - (2, 4-^~7;P 
tD7i-^) £!/7) *|fflfl:, «B6*U^A (l38mgh t;W*U> 

(0.05ml) ^N,N-y/fMM75H (lm 1 ) £JS»L£ifiT?18ll#IHJift# 
SJKffi^tttCTKSriPA. ^ □o^;i/A-yp/ty (3/1) TjfitBL/io 

jR^46%Tf#7Co 

'H-NMR (CDCh, 4 0 0MHz): (5 2. 5 4- 2. 6 3 (m, 4H), 2. 
85-2. 94 (m, 2H), 3. 66-3. 73 (m, 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7 - 6. 8 8 (m, 2.H), 7. 
09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
2 5 7 (s, 1H), 7. 2 6 4 (s, lH), 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9 . 0Hz, 1 H), 8. 56 (s, 
1H) 
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KM^tffffi (ES I -MS, m/z) : 5 8 6 (M + + 1) 

mmm 1 6 3 .- n- (2-^pp-4- {r6-^H^->-7 - (3 -^e;u^u 
yy'u-m^-jy) -4-^^y'u-;M^->} 7x~;u) -n' - (2. 

7MD7i,JP) "71/7 

(N- (4- {[7- (3-7Dt7*D^y) -6-^h^~>-4-^ 
j-VV-Jl]**^} -2-t?UU7^-)V) -N* - (2, 4-y7^07 
x— £U7\ 59m g) JfcB6;frU£A (857m g), =E)l>fti)> (0.043ml) £ 
N,N-y/fWA75F (lm 1 ) £»#L£ifiTl8l$rai*#L&. SiSffl 

&mz7k&mx> ZunfrjiA-yu/tj -ji, (3/D TffltiJLfc 0 

#U &JB©'ffc;-&4&&53mg, iK^89%Tf#7c. 

1 H — NMR (CDCb, 4 0 0 MH z ) : 52. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H), 2. 56 (t, J = 6 . 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 

= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 

II^*fi (E S I - MS, m/z ) : 6 0 0 (M + + 1 ) 

l 64 : N-[2-^DD-4- ({6-p<h^'>-7-r3 - (4-pt^ 

;i/bf^7^y) 7 P D^yl-4-^ > /'J-Jl/} :fr=Ex) 7IZJH-N' - (2, 

4-y7MD7i-Jl/) frlxT 
JK*4 (N- (4- {[7- (S-yDt/D^y) - 6 - * h + 4 

•fW—)l]7$r*is) -2-70D7i-^) — N ' - (2, 4-^^;i/^-p-7 

x~;U) 59mg) U *^A (l38mg), 1 - ^;i/t:^ v> (0. 

055ml) ^N,N-y^fWA7$H (lm 1 ) L^fiTl8R#|SJfl8# L 

fee K^ig-&#»fC7K*Jni^.. ^ DDjfs;UA-yDAV (3/D TtttfciLfc. 
^«»&&7fcfl6K:J- h U 7A«L, «JEET»££f^LT&Sftfcg8$&X 
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'H-NMR (CDCh, 4 0 0 MH z ) : 6 2. 0 1-2. 1 2 (m, 2H), 2. 
23 (s, 3H). 2. 23-2. 80 (m, 8H), 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
73-6. 87 (m. 2H), 7. 13 (dd, J=2. 7Hz, 9. 0 Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 44 (s, 1H), 7. 91-8. 00 (m, 2H), 8. 2 

1 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

Yaffil 165 : N- {2-^PD-4-r(7 - { 3 - r (2 - h KP^^Xfjl/) 
(;*^;K> T^yiy'p^^^} - 6 h^->- 4 -^^-yjn;^) Or*^? 

-N' - (2, 4-y7Mn7i-Jl/) 
(N — (4- {[7- (3-7*Dt7'D^y) -6-^b^>-4- + 
tyj-^t+y} -2-7Dn7irW -N' - (2, 4-y7Mn7 
x— )V) OUT. 59mg) ,^g#7 U ?A (l38mg), 2- (/h;i/75y) X 
JV (0.040ml) ^N,N-y^?J^Jl/A75 H (lm 1 ) \zmMV&fc°Vl 

8mmm&lsfc. Rj&IB&mzTk&ljaz., *nosfc;PA-:/n/ty-;i, (3/D 

'H-NMR (CDCh, 4 0 0 MH z) : 5 2. 06-2. 16 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 28 (d, J = 2 . 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 59 (s, 1 H) 
K«#Wfi (ES I -MS, m/z) : 5 8 8 (M + + 1) 

^jfgffijl 66 : N-r2-j7Qa-4- ({6-^h^->-7-r2 - (4-^ 
;Ubf^7>V) Ih^yl-4-^yj^} 7x~JH-N' - (2, 4 

-y7^tD7i^) ^1/7 
Mm (N — (4- {[7- (2-7*Dilh^y) -6-^h+x-4-^/ 
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-2-^DD7x-JW -N* - (2, 4-y*7;i/tn7x-JW 
■7 1^7, 50mg) .M^'J^ (138m g), 1 -^^^tf^^v> (0.055m 1 ) 
^N,N-y^?JWA7=F dm 1 ) fc»»LMTl8PSIIMi#L£. 
JS^&fczk&J&n*., 7 0 0*M-7o/\7-^ (3/1) Tttffibfc 0 «tS 

1 H — NMR (CDCh, 4 0 0MHz) : 52. 31 (s, 3H), 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, 3 = 5. 1Hz, 1H), 
6. 85-6. 96 (m, 3h), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 9 4- 8. 0 3 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
^Mffil 167 : N- {2-^7DD-4-r(7 - { 2 -f (2 - h Fn^X^P) 
(>Lf2k3 - 6 -;* h^->-4 -4^/ U;P) t^y17iZJH 

— N ' - (2, 4-y7MD7i^) vl/7 

JSC** (N- (4- {[7- (2-7*DtXh + y) _ 6 h^>- 4 
U;U]^-^5>} - 2-^n07i-^) — N ' - (2, 4-y'7WD7x-JW 
50mg) .IfcBI* D £A (l38mg), 2- (^WS/) X^/-;i/ 
(0.040m 1 ) ^N,N-y^fMM75H (lm 1 ) fC**LMTl8l^fW 
SJte«g^ttt37K*inA, ^noMA-yn/V-^ (3/1) 

S££X— ■ t^T^U 3»H©{fc;'&*£48mg, W97%Tt#7ci. 
'H — NMR (CDCh, 4 0 0MHz): 52. 44 (s, 3H), 2. 71 (t, 
J=4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2H), 
7. 11 (dd, 3 = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, 3 = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1h), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
^MMi 68 (2-£cm-4- If 6 - ;* bJrzs- 7 - (3-^?fr'J 

/7'n^-» 7i-Jl/) — N ' - (2, 4-i?7)l 

mm (N- (4- {[7- (S-ynt^P^y) - 6 h^x- 4 
/U^t+y} - 2 - i?DD7x-JW — N ' - (2, 4-y7MD7iZ 
;U) "7U7, 50m g) U (l38mg), ^sfc U > (0.044ml) £N, 

N-y7fMM7S F (lm 1 ) £*#LSi&Tl8l3Wil#L&. £J&*g£- 

!$\Z7k$:ijn7L. 2 □□^;i/A-7 p p/ty (3/1 ) Tft&fcBL/io WflBJB£$£ 

1 H — NMR (CDCh, 4 0 0 MH z): 52. 0 6-2. 16 (m, 2H), 2 . 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J =6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d, 1 = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 (m, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 

8. 4 8 (d, J = 5. 4Hz, 1 H) 

mmm 1 6 9 : n- (2-^dd-4- U6 - ^ h^->- 7 - o - 22k 

^h^-» -4-^yjJHt^y} 7xZJj/) — N ' - (2, 4-y7;^D 
7x.-)l) $_k2[ 

N — (2-^DD-4-[ (7-th*0 + y-6-^h + y-4- + yUJW 
^-+->]7ai-;P} -N' - (2, 4-y7MD7x"j|/) ^7 1/7 (55mgh 
SJBfc&U^A (31mg), 3-tf3UMDU HMS (22mg) £N, N-y7 

(1ml) KJgflPU 80STlfl#l«l*#Ljfc. iETlli^gS 
LT&6>ft&8£K:&fn&B67fc*:f- h U £ A Tfc^ ^ n o^jUATtfitii 
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'H-NMR (CDCb, 4 0 0MHz): 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 16 (m, 2H), 7. 31-7. 3 5 (m, 1H), 7. 48 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 
mmmi 7 0 :N-f2-^DD-4- ({6-7<h^'>-7-r2- (1//-1, 2, 
3-h'J77-J^-l-^Jl/) y^~M- 
N ' - (2, 4-y7MD7iZJl/) frl^T 
N — {2-^OD-4-[ (7-hFD^y-6-^h + y-4- + ;U;i/) 
— N ' - (2, 4-y7MD7i-JW ^7l/T (55mg) , 
M^#U^A (31mgh 2- (1H-1, 2, 3 - h U 7 V—)V— 1 — f;W) X 
4 1 -^>if>X;i/^^— h (36mg) £N, n-s>^^;u*c 

M7$ f (lmi). 8o&T*immmwi<fc a mmTmrn^m^Lxm 

'H-NMR (CDCla, 400 MHz): 54. 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 
1H) 

nmm 1 1 1 n- (2-^h^->-4 - {[6-^h=^->-7 - (3 -^ejmnu 

/7°utf3r~» -4-^y"U— )U] y^-ji) -n' -y°a\fjlyU 

T 
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N- 4 - [(7 - t h'D + i/- 6 h*i/- 4 -+^-V*U-;i/) ttz/l - 2 

-y- h+y7x-;n -n* -yu^ji^yuT doomg), mmftWA (1 

38mg), 1, S-y^Dt^P/^ (5 6mg) £N, N-y^J^Jl/A7 
SK (5ml) t»*L^ilT3Nf|HH»#Lfc. «JEET««£«*Lfc»&nfc 
mZlZfc&llQX, ^DD*W2-7°D/V-;V (4/1) TttfflLfc. WfiH 

;UT#fc#U N — (4- [7- (3-7*Dt7°D^-» _ 6 |^.>_ 4 _ 
^r^-V/U— ;P] t+y-2-^h + y7xZJH — N ' - 7° □ tf;i/^ 1/7 ^ 5 3 
mg, M4 1 %Tf#£o N- (4- {[6- (3-7n^7n^y) - 7-* 
b^f-is- 4 -+^y<j - 2-^nD7i-JH — N ' -y"u\±)V 

"OVT (50mg), j^#U^A (6 0mg), N-*^;H^^S?> (10 0 
Ml) £N, N-y/fMM75H (2ml) C^dlMT 1 6 fl#RSJJg# 

*S4bT»sn&a$* * □ □ >Jn;ua/p< ^ / ~> u # □ 

1 H - NM R ( C D C 1 3 , 4 0 0MHz): (5 0. 97 (t ? J = 7 . 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2 -4. 6 4 (m, 1 H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d. J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
K«#*fffi (ES I -MS, m/z) : 5 2 6 (M + + 1 ) 

gl^ffJ 17 2 : N— (2, 4-y7^D7x^) — N ' - (2 - h=fr->- 
4- {[6- *b*is-l - (3 -=E)Vir^) J y'n^jy) -4-^VU-;i/] 
sj-^>} 7xZJ^) OUT 

N- (2, 4 -J?7KD7 jc— ;i/) -N* - 4- [(7 - t h'D + y- 6 
r^~>-4 - ^t'/U^) ^^f>] -2-^h + y7x-;|/7k7 (3 7 5m 
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g), mm^V^A (44 2mg), 1, 3 - y7*Ot7°n/\'> (2 4 2mg) £ 
N, N-y^fWM7>H (5ml) 3 BSIBHWfcLfc. «jE 

#U N — {4- [7- (3-7*D^7'P^y) - 6 - p< H^x- 4 
U— ;W t*y-2-^h + y7xr;H -N* - (2, 4 -y7MD7x" 
;10 ^1/7 £2 1 Omg, «4 5 %T?#7c„ N — (4 - {[6 - (3-7*D : B7 
□ #^.» - 7 K^^-4-^/'J-;W - 2-7nD7x"JH 

-N' -yDhf;i/^7U-7 (13 0mg), h'JXW5> (0. 5ml), ^1/ 
*fcU> (0. 5ml) £N, N-y/?MM75 F (4ml) IzmML^'U 

yU*Wo7h7 , 77^-f: c }:0lilSL ) Il©ft^8 1mg, JR*S6 
2 %Tt#7c 0 

'H-NMR (CDC 1 , , 4 0 0MHz): H. 9 7- 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4. 27-4. 3 1 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (del, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s , 1 H), 9. 18 (s , 1 H) 
K*##T{i (ES I -MS, m/z) : 5 9 6 (M + + 1 ) 

MMm 173 :N- (2-p<h^->-4 - (r6-^h^->-7 - (3 -=E)VK 

flC#* (N — {4-[ (7-bFD + y-6-^h + y-4- + ;UJP) ^~>] 
- 2 h^~>7/x-;U} — N ' -7°nh^7k7, 80mg) ,^#U#A (l 
38mg), l,3-y7n ; E7D/ , !> (0.10ml) &N,N-y^?;WA75 F 
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A-yPAV-;U (3/1) Tffl&tHLfe. *«Wi&&**B&^MJtfATft*U 

M^U^A (l38mgh ^E;U^'J> (0.040ml) ^N^-y/^MMTS F 
(lml) fc»#L£ffiTl8l$|8Ji*#L£. RJfcjg^tofcjJcfcft]*., ^nn^ 
(3/1) TJffifflbfc. ^T«IJi*^*fllEBt^>U^ATtt*L, 
«JBET»ttE&9* bTff b nfc^S £ ? o p *;!/A/y ^ y — ;UTSWr « 1 J 

&. 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 5 (t, J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, J = 2. 4Hz, 1 H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J=8. 8Hz, 1H), 8. 44 (d, 
J = 5 . 1 H z , 1 H) 

mmm 174 n- (2 - y 4 - (r6 -y h^^- 7 - (4 - e'jy 

/g(& (N- {4-[ (7-kFP + -/-6-^h+y-4- + yiJjW 
-2-/h + y7iZJH — N ' -yDtf;t^l/7\ 80mg) 'J £A (l 

38m g), 4-l?nn*^)l\dVzS>mmm. (48mg) SN.N-^^^^A 

75 k (lmi) izmmLmm.'vi8mfflm&Ltc.o K^m^mziK^mx, 

□ *M-yp/\V-^ (3/1) TffltfjLfc. tli^Mith'J^AT 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 5 (t, J = 7. 3 Hz, 3H), 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5 . 4Hz, 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmm 175.- n-x^u-n* - u- tr6 h^y- 7 - (2 -^;t^ 

U/Ih^y) -2, 5-^^^7i^) 

MJ(Bf (N-X^-N* - {4-[ (7-bh'D + y-6-^h + y-4- + 

7t*is}-2, 5-y7f;i/7iZJK ^1/7, 76m g) 
(l38mg), l,2-y7'Dtl^> (0.085ml) *N,N-^^fMM75 

f dmi) izmmvm^r'i8mmmwLrz a Kmm&mzTk&tnz., ?nn* 
)UA-yn/*y-ji> (3/D x-mtavfco mmm&m*mwtf-bvo&-c&,m 

U «JEET»li&eSUT»£ft£S;3r§x-- -xJUTifti^U tflHJflc (N — (4 
- {[7 - (2-7*DtX S + -6-^ h^>-4-^/ U;P]^'» - 2, 
5-y7^7x-J« — N ' -IfJWI/7) "^RUtt, U 

(I38mg), r &;i/*U> (0.044ml) &N,N-y/5 : WA75 F (lm 1 ) 

;l/ (3/1) TffltfJLfc. #««*«l*filEBI^hU^AT<£«L, »£ET»«t* 
g£ LTf# <=> ftfcSI £ £ £ □ □ & J —)Wmwt ^HPLCtC «k D MM 

'H-NMR (CDCh, 4 0 0MHz) : 51. 1 0 (t, J = 7. 3 Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H). 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9 Hz, 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H), 6. 88 (s. 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5 . 1Hz, 
1 H) 



WO 00/43366 PCT/JPOO/00255 

- 156 - 

^Mff!) 176 : N-T4 - ({ 6 - ^ h^->- 7 - f3 - (4 - ^J-frM^V /) 

mm (N — {4-[ (7-hh , D + y-6-/h + y-4-^ij;i/) 
-2, 5-y^^7x-JH -N' - 7° U VT , 80m g) U 

A (l38mg), 1, S-yyntyD/O (0.10ml) £N,N - 5?* ^)l*)VI± 
75 F (lml) (C?g^L^Tl8B#K«^Lfe. MJfcrl^tJfCzR 
P^;yA-7°o/W-;y (3/1) TttHiLfc. til&i/Mlt h U vAT 

sssiu mj£Tmm^^Lxn^>tirz¥^^, x-5r;i/-m^u *mfa (n 

- (4- {[7- (3-yDiyn^y) -6-^h^y-4- + yj;^ 
->} -2, 5-y/^7i-;W -N' -7n hLJUOUT) £t#fc 0 
j^#U^A (l38mg)> 1 - *?-)V\i^7~J> (0.055ml) £N,N - 
*M75 H (lml) (3i^L^^Tl8B#P^iK^L/r 0 Kft^^lZ7^m^, 
2uu*)Vi±-7°uny -)i (3/1) TlfiffiLfco M*^^zK^± h U 

fb£-#J £33mg, »31%Tf#£io 

1 H — NMR (CDCh, 4 0 0MHz): 50. 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2h), 2. 12 (s, 
3H), 2. 23 (s, 3H), 2. 28 (s, 3h), 2. 33-2. 70 (m, 
10H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9- 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 
4 2 (d, J = 5. 1 H z , 1 H) 

mmttffim (esi-ms, m/ Z ) ■. 536 (m + + d 

17 7 : N — (2, 4-y7J|/tD7x-^) -N' -\4- ({ 6 - ^ h 
=^y-7-f2 - (1H-1, 2, 3-h'J77-^-l--f^) Xh^yl-4 
-*rJVM £±±) -2, 5-y^^7x-jH71/7 

IfC£f (N- (2, 4 -z^yjl^-ny — N ' - {4-[ (7-hKo + 
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7, 93mg) ,^S6*U^7A (l38mg), 2- (1H-1, 2, 3 - HJ TV— 

r;w x^;p 4 1 -^>-t?>x;U7^^— h (52m g ) £ 

N,N-y^^M75F (lm 1 ) fc»#b80t;T5l$MiI#Lfc. S*«g 

^ktksjda, 7pd*m-7'dav-;i/ (3/d Tft&tBbTco ^mmz 
;i'A/^^y-;bTSPB-r*HPLc^«kr)#»«L, mm<Mt'&w&33mg, m.m 

'H-NMR (CDCh, 400 MHz): 52. 10 (s, 3H), 2. 19 (s, 
3H), 4. 01 (s, 3H), 4. 51 (t, J =4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2h), 6. 90 (s, 1h), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, lH), 7. 73 (s, 
1 H) , 7 . 9 9 ( s , 1H), 8 . 0 8 (dd, J = 9 . 3 Hz, 15. 1 Hz, 1 
H), 8. 41 (d, J = 5. 1Hz, 1H) 

mmm ns :W - (2 -^dd-4- {\6-* h^->- 7 - (2 

U/Xh^-» - 4-^tV''JZJH^y} z^ik) -n, N^^Lfik^ 
1/7 

JEW (N ' - (2-^PD-4-[ (7-tFD^y-6-^h + y-4- + 
^r/U-Jl/) t+y]7iZJH — N, N-i/tT-JWUT, 80mg) ,KR*iJ 
£A (i38mg), l,2-^OW> (0.085ml) SN.N-^^^P^PA 
75H (lm 1 ) £»#L£jfiT18l$IHH*#l/jfc. £jfc*g-&#jk:7j<£fln;^ ^7D 

□ 7js;PA-yo/NV-;u (3/1) -effltttLfc. Wii^^KMth'j^AT 

- (4- {[7- (2-7*DiElh^» - 6 h^S/-4-^^-V'U 

-2-^D7i-^) -N, N-j;/WI/7) *WH*:, ^ 

(l38mg), ^E;i/^U> (0.043ml) ^N,N-y^f MM75 h' (l 
ml) C^Li/ST- BfeflR#Lfc. SJCffi^CTK^UD^l, ^□d*M-7' 
n/\V-;U (3/1) TfflffiL/Co tll^IzKMth'JyATSiL, «flE 
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Tmm £ ® * l Tt# e> 9 $ £ ^7 □ □ ^ a / * ^ / §g t s hplck 

1 H — NMR (CDCh, 4 0 0MHz) : 5 2. 58-2. 66 (m, 4H), 2. 
90-2. 98 (m, 2H), 3. 08 (s, 6H), 3. 70-3. 79 (m, 
4H), 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m, 2H), 6. 97 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1 H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
HS##fM (E S I -MS, m/z ) : 5 0 2 (M + + 1) 

79 :N' - (2-^DP-4 - {\ 6 - * h*is- 7 - (4-^E;UaK 

VT 

(N ' - {2-^nn-4-[ (7-tFo + y-6-/h + y-4- + 
^V*Un;ix) t+y]7iUM — N, N->^fJWl/7, 80m g) U 
#A (l38mg)> l,4-yyn ; E^> (0.12ml) ^N.N-^^fMMJ 
(lm 1 ) (Cjg#L£iaTl8ll*rafl!#L&. ^^W^K^JnA., ^OO 
*M-7"D/\V-^ (3/1) TfflfcBL^Co W*»*^7KfiftB6^h'J^AT«: 
j*U »EETig»£g£LT»Stt£3g£ : £x— ^;i/T#fcf£U 4»W# (N ' - 
(4- {[7- (4-7'nt7*h + y) - 6 - ^ h + 
^} - 2-^DD7x-)l/) — N, N-^^«7l/7) *W#, 
#U#A (I38mg)> : E;i/^U> (0.043ml) ^N,N-y/f K (l 
ml) CJgflPLMT— BfeJftJ^Ufc. KJftS^ttKlzlc&Jn*., 7od^J1/A-7° 
un;-)\, (3/1) TffltH Lfe. *r*Ji*»67KfittBft^-hUC7AT«:*b, MBE 
TiS*ft§®55 LT» e>ftJfcg|£ £ £ □ p -fc)]/h,/ ^ 9 J -)l-vmffl-TZ>HPLClZ 

^ommis. 3m<zMb"&^&47mg, i&^44%Tf#fc 0 

'H — NMR (CDCh, 4 0 0MHz): fil. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 6 4 - 3. 7 5 (m, 4H), 4. 0 2 (s, 3H), 4. 2 1 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

MMM 18 0 : N' - (2-^DD-4- (r6-^h^:>-7- (4 - h°'J v> 
-4-^^-y'U-;i/i^-^'>} yji-Jl) -N, N->^^;PfrU 

T 

IKJft (N" - {2-^nn-4-[ (7-th*n+y-6-^h^y-4- + 
t 4 /U-;i/) ^->]7xliH — N, 50mg) «J 

(138m g), 4 -^DD^fJUfU 5?>ifiK*l (49mg) £N,N - 
' K (lm 1 ) lC&#L&ffiTTl8l#|BJfl!#Lfc. £Jfo^#fK:7k£;&n>j., 

^□DMA-7°n/V-^ (3/1) Tfl&iiiLfc. W««&il7k«BS±hU»> 

'H-NMR (CDCb, 400 MHz): <53. 07 (s, 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, 1 = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6 . 1 H z , 1 H) 

mmftffim (ESI-MS, m/z ) : 4 8 0 (M + + 1 ) 

jyjjg! 18 1: p<jg2k 2 ~ ^4- (3-^DD-4- {r (y^^7$y) 

^M-;i/i7$;} - 6 - ^ s^-> - 7 - ^t'/u - jHt^y} 

HCJft- (N ' - { 2 -^DD-4 -[ (7-hFD + y-6-/h + y-4-^ 
tl/'J-JW t+y]7x-JH — N, N-^^l/T, 50mg) U 
^7 A (l38mgh T'ntffKXf;!/ (49mg) £N,N - y/fMM7 5 H (l 
ml) £»#L£ffi-ei8iSIWiK#Ljt. ^/^^f^K^n;^ ^dd^a- 
7'o/\7-Jl/ (3/1) TttfflLfc. #«*£&7klffi&±HJ'3'AT&«L, M 
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'H-NMR (CDCb, 4 0 0MHz) : <5 3 . 07 (s, 6H), 3. 82 (s, 
3H), 4. 06 (s, 3H), 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. OHz, 1H), 8. 6 0 (s, 1 H) 

nmm 1 8 2 n' -w-zuu-a- q 6 -p< y*^- 1 - \ 3 - u 

y°n^^vi-4-^-^-v J 'J-;i^} 7i^m-n, n 

JSf3PF (N ' - {2-^7PD-4-[ (7-tFn + ->-6-^h^y-4- + 
^-yg-;i/) t^y]7iz;H -N, 400mg) 
U^A (966mg), (0.51ml) £N,N - 5** 

(5ml) £»#L£ffiT18S*ffl«#l/fc. EJ&E'&fcfcTjcfcJnA., £ 
DO^;UA-^OAV-;l/ (3/1) TtttiJLfc. ^»JP£&tK«EK:*- h U A 
Ttt*U »JEET«(»S:e*LT»en«:aS&X— r^Tifc^b, *IHH* (N 
' - (4- {[7- (3-7*Dtyn# + y) - 6 h + y-4-*t , /'J- 
-2-^DD7x-JW — N, N-y7WI/7) £398mg, iR 
^78%Tt#7 t c 0 «fffl# (51mg), U ^A (l38mg)> 1-^^Hf^^v 5 

> (0.055ml) §N,N-y^^*M75P (lm 1 ) L^*STl80^ 
JWLfco S^S^%tw**llDA, 7DOMA-7°DAV-JP (3/1) Tjfi 
ffibfc. ^««£&;WSK^MJ2AT«*U «EETO«E*e*LTf§6nfc 
JS^^X—r-^T^L, 5SjSOffc-&4*Sr46mg, W85%Tf#/c„ 
'H-NMR (CDCb, 4 0 0MHz) : (5 2. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t. J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 29 (d, J = 2 . 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1 H) , 8. 36 (d, 
J = 9. OHz, 1H), 8. 59 (s, 1H) 
mmftffim (SSI-MS, m/z): 5 2 9 (M + + 1) 
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jyjffU 83 : N' - {2-^DP-4 -\ (7 - { 3 ~r (2-h Kn^yXf 

7x-JW -N, N-y^^frl^T 
MM (N' - {2-^nn-4-[ (7-th*D + y-6-^h + y-4-^ 

^-yu-;u) — n, N-^p<^;i/^i/T, 4oomg) ,m.wti 

U^7A (966m g), U-y^D^yn/O (0.51m 1 ) £N,N - 

(5ml) fC^»LMTl8B#ra«i^Lfe. SJfcSi^tCzk&flD*.* 9 

□ D^;>A-yPAV-;i/ (3/1) TttfctiLfc. W^S£&*M:J-hU^A 
Ti£*gU MffiT^£^£LTt#bnfcSI££X-^;i/Ti5fe^U (N 

' - (4- {[7- (3 -yn^-7°D#+~» - 6 h^x- 4 — 
)U]-*3ri/} - 2 -9 — N, N-S> - ^^;i/^l/T) £398mg, Ift 

¥78%Tt#7to ^P^ft (51mg), »U^A (l38mg) . 2- (^^75 7) 
X^y-;l/ (0.040ml) $N ) N-y/5 : WA7$F (lm 1 ) \Z&m\,W&. 

T*i8mmwt&isfz 0 Kmm.^m\z7^twx, ^na^M-^o/w-ji' (3/ 
1) X'^mLtzo mmm&$k7k$m.-r h u ^awl, met^^^^lx 

f#e»n7c^$^X-^;U-e«fe#L, SlII<7)^-&^£49mg, JW97%Trf#7Co 
'H-NMR (CDCh, 4 0 0MHz) : 52. 0 1- 2. 11 (m, 2H), 2. 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6 . 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 

mmft-mm (es i -ms, m/z) .-504 (m + + d 

HMffll 84 :N- (2-^700-4 - {[6-^h^~>-7 - (3 -tf^U^y 

y°a7$*i/) - 7xx;i/) -n' -*^)10UT 

N-(2-70D-4-[(7-t h'D + y-6-^ h^y-4-^ 1 / , JZJW 
:t=^>] 7i^JH — N ' -*^)WUT (2. Og) &n, N-s>"^^;u^;i/ 
A75F (5 0ml) h'J7xZMX7^ >(2. 8g), tf^'Jx 
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yyo/v-^ (0. 9g), yX^y^J^+y^-h (1. 9 g) £§s 
JOLfc. 2mW&m-CMW&* h'J7xZJ^7Y> (2. 8g), fcWJ SV 
yo/VHKO. 6g). ylW7y*M*y7-h (1. 9 g) 

^□D^l/A/^^y-Jl/ (2 0/1) TlBtS^UJtJWDTh^?^ 
-KcfcOfitSfU ii0f^l3$6 5Omg, JR* 2 5 %Tt#fe 0 
'H-NMR(DMSO-d6, 400 MHz): 5 1. 37-1. 43 (m, 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, 3=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, 3 = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. OHz, 1H), 8. 55 (s, 1 H) 
«S##Hfi (E S I -MS, m/z ) : 5 0 0 (M + + 1 ) 

HMffill 8 5 : N — (2-^DP-4 - {[6-p< (3-fcf^'JvV 
7°p^/) -4-^^-yj ^-^->} 7x-J^) -N' -X-^-^ryUT 

N-(2-^nn-4-[(7-th'D+y-6-^ h*^- 4 — ;P) 
:t=^5>] — N ' (2. 7 g) £N, N - v?^ ?-)Vfc)V 

(3 0ml) CigilL, h l J7iZJ^7^ >(3. 6g). tf^Uv 
;yo/V- ;U(1. 2g), ylf;i/77y^jl/^y7-h (2. 4 g) £§s 

iiol^o 2 mmm^mwm, hU7x-)^7-r>(3. 6g), t°^u>v 

7"D/V-)I/ (0. 8g), y'!W/y*M+y7-h (1. 9 g) 

i'DD^A//^;-^ (2 0/D TfJRiwrs^u*y;i/^ dt h^7^ 

-£«fc9*»$au MOfb^S: 1 . 5g, iR$4 2%Wc, 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 5 1. 0 8 (t, J = 7. OHz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1 H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1 H), 8. 5 5 (s , 1 H) 

St»##fffl (E S I -MS, m/z ) : 5 1 4 (M + + 1 ) 

mmmi 86 : N- (2-^DD-4-{[6-^h^>-7- (4 - bf U 5£ih* 

^^->} 7i^) — N ' - (2, 4-^7;i/^-D7 

N- {2-*DD-4- [(7-bh'D + y-6-/h + y-4- + ;ij;W it 
— N ' - (2, 4-y*7JWD7i-JW <y*I/7 (5 5mg), 
KBt^U^A (62mg), 4- (^np^5^;i/) fcr»J^>lftKitt (2 2mg) & 
N, N->7fMM7$F (1ml) fc»#L 8 0 1 mmm.WLfro 

'H-NMR (DMSO, 4 0 0MHz) : 3. 9 8 (s, 3H), 5. 4 1 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. OHz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
6 3 (m, 1H), 8. 8 1-8. 8 3 (m, 1H), 9. 3 0-9. 3 1 (m, 
1H) 

fiMI (ESI-MS, m/z): 5 6 3 (M + +l) 

mmm \z mm <d it &w <d mm. \z ^ s n s t * o & § 0 
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7 0 %n>yjlJL> b£f£Z>l£-cmmL. mmWV9 6 *7 x.)l¥-J&7°U- b \z& 

e7^;n. 5 x i om-cmmLtz. 3iv,i:immm^f^ mm^o. 5% 
^^f?ifiim £^tfEBM- 2J&*s (zu^j zxft^vmx) IZ&mV 2 4 
mmmmLfzo b^m^^tzW.^n^^^Mzm^ 
x 3 7°cr'mizimmmmLfz a ^b^mpLm^^mmm^ (ut. ve 

GF tm-?) &mi&mmtf5 Ong/ml £&3£e>f~«]U 3 7tT8m 
«^MLfeo ^«fi*^*LMJiS*U>^ffi^S^7K (pH7. 4) T$fe 
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th'J^A, 1 mMlf U>y75>4 2thU^A h U 7,mffi*EM 

^MiY- (PH7. 4)) &10m liftLL 4'CTlBt^iiSbTm^pJ^ 

mmv^<m^i^rco z\<Dmm2 u 1 $pvDF7^j^-i; h7n 7 h-r 

Z>Z\ tU'WtMZl*. Z\(Dy 4 )V^-\Z-D^X^Uiyy^ >mitUAFKiK^(W, 

(DVEGFiiOlCcfc^ U «MAPKi$ 10 0%, tfV E G F 
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APK$^ta6fco d©U >^biMAPK^(3 c t OMAPK©SM$ 5 0 %ffl. 
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jiMEg : EL I S AM^^KDR U >^bEMMj^H^ 

thKDR&h7>77x^y 3 >UcNIH3T3 iSfflJf&(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 zl^-^ ftfC&^T 1 0 % V i/lkft Skm&^&D 

MEM^i (GIBCO BRLt±=tD^A) T 5 0 ~ 7 0 %U >7JIjl> b £ 

tzzzismmLfzo wmLrcmM&mt&M-cn^-tfy?^ 7° 1 n- h 9 6 

;^J^7V- He 1 . 5 x 1 OWwe 1 1 <i:fc!:l.j:9(:»ll3 7°CTlM 
mi<fz e 0. 1 %^^>^f?ifii?f ^trDMEMigitiifex^U >^^;i/x;i/*^ 

v k (c mm £ ^tztmMn ^xjKiijDbT3 7t:Titii u^ito* l ^ „ 

g/mli^J:ai;»U 3 7 £ CT2^r^m^f^L7Co #*ft£Bfc£UiBI 
fla£U>&^ffi±3&Jfi* (pH7. 4) T#fc#^ pJ^li« (2 OmM H 
EPES (pH7. 4), 150 mM NaC 1, 0. 2%Tr i tonX-10 
0, lOXGlycerol, 5mM b n-j- ~J b U UA, 5mMIf 

U>y7$>4it2th'J9A, 2 mM N a 4 P 2 O 7) £ 5 0 m 1 ^SD L, 4 

E L I S AfflT-f i7 U7°V— b (Maxisorp; NUNCttck D $f A) 
5 m g /m 1 COiri phospho-tyros ine tfiW (PY20 ;Tran 
sduction Laboratories %±<k K> 18 A) ^^tr U >mmW£. 
m-kWK (pH7. 4) 1MT, 4GTl^#gLHIffi<b^ff^7to 

^1/- b&tfc&Lfc'&, 7'ny3r>?m%: 3 0 0 m 1 iJDbl?ST2BtF B Mb 

KJfcW±W&mi]nL fcfoZ: ±&T T-f ^7 D-7V— h U— fed; D 4 5 0 n 
mCD^^SrtlteLfco Is "I* V E G F \^t^^<Dm.%^ 1 0 
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^miz^omm^nx^x^^K, 
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«0~4<Z)g$c£3lU R"ttgafP*fett^FfiSjfa<Z)6M^^5S^*^:«^g|| 

S7tttC,. J 7;i/n^xStCcfcDfiM^nT^TfeJ;<, teco£§fa£fc«^ 
gS?nc/5 5 mtM6 m.mmm£fztemmm£iffi£rlsfz-m&X$>-DXlsl:^) &m 
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r 2 '^\ c,.,t;I/+;I/S, c 2 . 6 t-;i^-;^ c M 7;i/+z;n (c,. 6 t;u^^ 
ttCM7;m+->s»c«to«si$nT^T i b<fcvo (cho q-R 32 ( q 
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f4CM7;U3^^S{C«fc0«Jft$nT^Tt>cfcVO Sifctt- (CH,) q-R 32 (q 
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m$<m 2 e \zum<Dit^ a 
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a, c ! ,7i^^;n^cky , CH7;^^i/Stt, -e-n-en, ADy>gfife 

«CM7^3 + ^S(C«fc0flltft$nT^Tt)«J:VO (CH 2 ) q-R 32 (q 

3 4. R^^ilC^^n^yl^il, R^'IR"- (CH,) p-O 

-e-n-^n, 7K^sn=t oii^nt^Tt ) j:^c l ,7;wni:ck OMi^tix 

i^Tfccfc^h £7cte»R 14 - (S) m- (R u te, C^JWUCi: 
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3 9. R' 4 ^MM^nT^Tfeck^lfU^T^?>W^li3 7ifctt3 8(3 
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- (CH:) P-O-^^L, 
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(iC,,7;V3^yIl: c tf)fI$nt^Tfe«i;^) £fcfct- (CH,) q-R 52 (q 

4 1. R !, ^IlC,.,7;^tyI$Ib, R»ri*gR J1 - (CHj) p _ 0 _ 
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^x) - 4 -^7 U;l/|:t+~>} 7i-JW -N' -^Ptf;Ur>IxT, 

(143) N — (2 -i/PD-4- {[6-^h + ~>-7- (4-tfUv?;U^h 

(144) N- (2-7DD-4- {[6 h-^->- 7 - 
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(149) N- (2 -70D-4 - {[7 - (2-k FD^ylF^y) - 6- 
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